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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:SSPTANAG1626 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 











NEWS 


1 






NEWS 


2 






NEWS 


3 


JAN 


17 


NEWS 


4 


FEB 


21 


NEWS 


5 


FEB 


22 


NEWS 


6 


FEB 


22 


NEWS 


7 


FEB 


27 


NEWS 


8 


MAR 


03 


NEWS 


9 


MAR 


22 


NEWS 


10 


APR 


03 


NEWS 


11 


APR 


03 


NEWS 


12 


APR 


04 


NEWS 


13 


APR 


12 


NEWS 


14 


APR 


12 


NEWS 


15 


APR 


12 


NEWS 


16 


MAY 


10 


NEWS 


17 


MAY 


11 


NEWS 


18 


MAY 


19 


NEWS 


19 


MAY 


30 


NEWS 


20 


MAY 


30 


NEWS 


21 


JUN 


02 



NEWS EXPRESS 



NEWS HOURS 
NEWS LOGIN 
NEWS IPCS 
NEWS X25 



* Welcome to STN International 

Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
Pre-1988 INPI data added to MARPAT 

STN AnaVist, Version 1.1, lets you share your STN AnaVist 
visualization results 

The IPC thesaurus added to additional patent databases on STN 
Updates in EPFULL; IPC 8 enhancements added 

New STN AnaVist pricing effective March 1, 2006 
Updates in PATDPA; addition of IPC 8 data without attributes 
EMBASE is now updated on a daily basis 

New IPC 8 fields and IPC thesaurus added to PATDPAFULL 
Bibliographic data updates resume; new IPC 8 fields and IPC 

thesaurus added in PCTFULL 

STN AnaVist $500 visualization usage credit offered 
LINSPEC, learning database for INSPEC, reloaded and enhanced 
Improved structure highlighting in FQHIT and QHIT display 
in MARPAT 

Derwent World Patents Index to be reloaded and enhanced during 
second quarter; strategies may be affected 
CA/CAplus enhanced with 1900-1906 U.S. patent records 
KOREAPAT updates resume 

Derwent World Patents Index to be reloaded and enhanced 
IPC 8 Rolled-up Core codes added to CA/CAplus and 
USPATFULL/USPAT2 

The F-Term thesaurus is now available in CA/CAplus 
The first reclassification of IPC codes now complete in 
INPADOC 

FEBRUARY 15 CURRENT VERSION FOR WINDOWS IS VS.Ola, 
CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 AND V8.01 USERS CAN OBTAIN THE UPGRADE TO V8.01a AT 
http: //download. cas .org/express/v8 . 0-Discover/ 

STN Operating Hours Plus Help Desk Availability 
Welcome Banner and News Items 

For general information regarding STN implementation of IPC 8 
X,25 communication option no longer available after June 2006 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
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result in loss of user privileges and other penalties. 
************** STN Columbus *************** 

FILE 'HOME' ENTERED AT 11:15:52 ON 08 JUN 2006 



=> fil reg 

COST IN U.S. DOLLARS 
FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
0.21 



TOTAL 
SESSION 
0.21 



FILE 'REGISTRY' ENTERED AT 11:16:04 ON 08 JUN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 



STRUCTURE FILE UPDATES: 
DICTIONARY FILE UPDATES: 



7 JUN 2006 HIGHEST RN 887123-67-3 
7 JUN 2006 HIGHEST RN 887123-67-3 



New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
**★**★★*************★***★★★★**★★★*★★*★★*★★*************************** 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www . cas . org/ONLINE/UG/regprops . html 
=> 

Uploading C:\Program Files\Stnexp\Queries\10500319rtr , str 

/SH 



13 



r 

'14 



/O 



N 



3 
2- 



5 

'6- 



--"7. 



/1 2 



10 



11 
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chain nodes : 

10 11 12 13 14 15 

ring nodes : 

123456789 
chain bonds : 

7-13 8-10 10-11 10-12 13-14 14-15 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 
exact /norm bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 8-10 10-11 10-12 14-15 

exact bonds : 
7-13 13-14 



Match level : 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:Atoni 10:CLASS 
11:CLASS 12:CLASS 13:CLASS 14:CLASS 15:CLASS 



LI STRUCTURE UPLOADED 

=> d 11 

LI HAS NO ANSWERS 
LI STR 

SH 




Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 11:16:27 FILE 'REGISTRY* 
SAMPLE SCREEN SEARCH COMPLETED - 314 TO ITERATE 

100.0% PROCESSED 314 ITERATIONS 2 ANSWERS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH * ^COMPLETE* * 
PROJECTED ITERATIONS: 5217 TO 7343 

PROJECTED ANSWERS: 2 TO 124 

L2 2 SEA SSS SAM LI 

=> s 11 full 

FULL SEARCH INITIATED 11:16:34 FILE 'REGISTRY* 
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FULL SCREEN SEARCH COMPLETED - 



54 97 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 



54 97 ITERATIONS 



14 ANSWERS 



L3 



14 SEA SSS FUL LI 



=> fil hcaplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
166.94 



TOTAL 
SESSION 
167.15 



FULL ESTIMATED COST 



FILE 'HCAPLUS* ENTERED AT 11:16:39 ON 08 JUN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 8 Jun 2006 VOL 144 ISS 24 
FILE LAST UPDATED: 7 Jun 2006 ( 200 60607 /ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification . 



=> s 13 
L4 



1 L3 



=> d ed abs ibib hitstr 
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AKSVn 1 or 1 BCAPLUS COPTRXGHT 2006 ACS on STM 
Cateted STK: IB Jul 2003 



U4 AHSVSR 1 or 1 BCAPLVS COPTRX6BT 2006 ACS on STM 



(CoatinuodI 





This invention rel«t*a to new indoles (stiovn as I; variebles defined 
below; e.g. 3-(2-aercaptoetiiyl)>18>indole-2'>carboxylie acid), 
pbanaceucical coapna. and diagnostic kits eoapriaing such coapds. 
aetbods of using such cospds. for inhibiting HAALADase enzyae activ; 
detecting diseases where NAALAdase levels are altered, affecting neuronal 
activity, effecting TGF-p activity, inhibiting angiogencsia. and 
creating glutaaate abnerulities, neuropathy, pain, cozapulsive disorders, 
prostate diseases, cancers and glaucoaa. tCSO values are tabulated for 
inhibition of NAALAdase by 12 exanples of I. Many pharaacol. and 
therapeutic test results are reported for the following 6 coapds. that are 
not covered by X: 2- ( ( 12, 3, 4, 5, 6-pentaf luorobenzyl)hydrojcyphosphinyl)Bethy 
IJpentanedioic acid, 2- (3-sulf anylpropyDpentanedioic acid, 

2- (phoapbonoaethyI)pentanedioie acid, 2- (2-sulfanylethyl)pentanedioie 
acid, 3-cacbexy-a>(3-Bereaptopropyl)bensenepropanoic acid and 

3- carboj(y-5- (1. l-dimethylethyl) -a- (S-nercaptopropyDbenzenepropanoic 
acid. For I: Al, A2, A3 and A4 - H, C1-C9 alkyl, C2-C9 al»c«nyl, C2-C9 
alkynyl, aryl, hetsroaryl, carbocycle, heterocycle, C1-C9 alkoxy, C2-C9 
alkenyloxy, phenexy, benzyloxy, hydroxy, halo, nitro, cyano. isocyano, 
-COOR6, - C0R6, -MR6R7. -SR6, -S0R6, -S02R6. -S02(OR6), -C(OtHR6R7. 
-C|OtllR6 (CB2)nCOOB, -HR6C(0)R7 or -|CB2)nCOOB, or any adjacent two of Al, 
A2, A3 and A4 fora with the benzene ring a fused ring that is (un) saturated, 
aroaatic or nonaroa., and carbocyclic or heterocyclic, said heterocyclic ring 
containing I or 2 O. N and/or S h«t«roatoa(s) / n is 1-3; R, Rl, R2, R3, R4, 
B5, R6, R7 - H, carboxy, C1-C9 alkyl, C2-C9 alkenyl, C2-C9 alkynyl, aryl, 
heteroaryl, carbocycle or heterocycle; and said alkyl, alkenyl, alkynyl, 
aryl, heteroaryl, carbocycle, heterocycle, alkoxy, alkenyloxy, phenoxy, 
benzyloxy and fused ring (un) substituted with 21 substituent (s) . 

Although the aethods of preparation are not claiaed, 13 example prepns . are 
included. 

2003:551494 BCAPLUS 
139:101027 

Preparation of aercaptoathyl indolecarboxylie acida aa 
NAALAdase inhibitors for treating and diagnosing 
glutaaate abnoraalities, neurological and other 

disorders 

Tsukaaoto, Takeshi; Grella, Brian; Hajer, Pavel 
Guilford Pharaaceuticals Inc., USA 
PCT Xnt. Appl., 173 pp. 
CODBN: PIXXD2 
Patent 
English 



ACCESSION NUMBER: 
DOCUKENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSXGNEEIS): 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



PATENT 


HO. 






KIND 


DATE 






APPLICATION NO. 




QATE 


VO 20030S7670 




A2 




20030717 




VO 2002- 


US37617 




20021219 


VO 2003057670 




A3 




20031106 
















W: 


AE, 


AG, 


AL, 


AM, 


AT. 


AU, 


AE, 


BA, 


BB. 


B6, 


BR, 


BY, 


BZ. 


CA, CB, CN. 




CO. 


CR« 


cu, 


CZ, 


OE, 


OR, 


OH, 


oz. 


, EC. 


EE, 


ES, 


FX. 


GB. 


GO, GE, CB. 




GM. 


BR, 


HU. 


ID« 


XL. 


IN, 


IS, 


jr. 


, KB, 


RG, 


KP, 


KR. 


KE. 


VC. IX, LR. 




LS. 


LT, 


LU, 


LV, 


MA. 


MD. 


HG. 


MX. 


MN. 


MM, 


MX, 


MZ. 


KO. 


NZ, OM, PB. 




PL, 


PT, 


RO, 


RU, 


SC. 


SO, 


SE, 


SG. 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, TT, TZ, 




UA, 


UG, 


US, 


vz. 


vc. 


VN, 


TU. 


ZA, 


EM, 


EW 










R«: 


: GH, 


GM. 


KE, 


LS, 


M», 


MZ, 


SO, 


SL, 


sr. 


TZ, 


UG, 


EM, 


n». 


AM, AZ, BY. 




KG, 


KZ. 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BC. 


CH, 


CY, 


CZ, 


DE, 


OK. EE. ES. 




FI, 


FR, 


GB, 


CR, 


IE, 


IT. 


LU, 


MC, 


HL, 


PT, 


SE, 


51, 


SK. 


TR, BF, 8J. 




CF, 


CG, 


CI, 


CM. 


GA, 


GH, 


GO, 


G«, 


ML, 


MR, 


NE, 


SN, 


YD. 


TG 


AU 2OO23S7O03 




Al 




20030724 




AU 2002< 


3S7003 




20021219 


US 2005060128 




Al 




20050414 




US 2003- 


■500319 




20021219 


PRXORITT APPUI. 


INFO 














us 2001- 


■342764? 




P 20011226 




















VO 2002- 


US37617 




11 20021219 



OTBER SOURCE(S): MARPAT 139:101027 

IT 560131-39-7P. 3-(2-Mercaptoethyl|-lB-indole>2-carboxylic acid 

S60131-42-2P. 3-<2-Mercaptoethyl)-lB-indole-2,7'dicarboxylic acid 
560131-44-4?. l-I (3-Carboxyphenyl)Bethyl)-3-(2-Bercaptoethyl)-ia- 
indol«-2-carboxylic acid 5«0131>4«-6P, 1- ( t2-BroBO-5- 
earbexyphenyl)eethyl|-3-(2-Bercaptoethyl)-lB-indole-2>carboxylic acid 
560131-47-TP. 1-1 (4*Carboxyphenyl)Bethyl]-3-(2-Bercaptoethyl)-lB- 
indole-2-carboxylic acid SSOl31-48-ep, 3-(2-Hercaptoethyl}-l- 
(phenylBathyl)-lH>indole-2-carboxylic acid 560I31-49-9P, 
1- [ <2-Carboxyphenyl)Bethyl]-3- (2-Bercaptoethyl>-lB-indole-2-earboxylie 
acid 5S0131-50-2P, 1- C [3-Carboxy-5- (1. 1- 

dimethylethylJphenyljBethyl]-3- (Z-aercaptoethyl) -lH-indole-2-carbo«ylic 
acid SS0131-S1-3P. l-((4-Broao-3-carboxyphenyl)BethylJ-3-(2- 
Bercaptoethyl)-lH-indole-2-carboxylic acid 560131-52-4P, 
1- I (2-Carboxy-5-Bethoxyphenyl)aethylJ-3- (2-aercaptoethyl) -lB-indole-2- 
carboxylie acid 560131-S1-5P, 3*{2-Mercaptoethyll-l- (^- 
phenylethyl^-lH-indole-^-carboxylic acid 560131-54-6P, 
3- (2-Mercaptoethyl>-l-phenyl-lH-indole-2-carboxylic acid 
560131-56-aP, 1- (3-Carboxyphenyl)-3- (2-Berc«ptoethyl)-lH-indole-2- 
carboxylic acid 560131-65-9P, I- I3-Carboxy-5- <1, 1- 

diae thy lethyl) phenyl J -3- (2-aercaptoethyl ) -lB-indole-2-carboxylic acid 
RL: DCN (Diagnostic use); PAC (Pharnacological activity); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(drug candidate and diagnosis agent; preparation of aercapcoethyl 
indolecarboxylie acida aa KAAlAdaaa inhibitora for treating and 
diagnosing glutaaate abnoraalities and neurol. and other diaorders) 
RN 560131-39-7 HCAPLUS 

CN lH-Xndole-2-earboxylic acid. 3- (2-Bereaptoethyl)- (9CI) (CA INDEX NAME) 



OX' 



L4 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 560131-42-2 HCAPLUS 

CN lH-Indole-2,7-dicarboxylie acid, 3- (2-aereaptoethyl)- (9CI) (CA INDEX 
NAME) 




RN 560131-4 4-4 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- ( (3-earboxyphenyl)Bethyl]-3- (2- 
aercaptoethyl}- (9CX) (CA INDEX NAME) 



HS-CH2-CH2 



RN 560131-46-6 HCAPLUS 

CH lH-Indole-2-earboxylic acid, 1- ( (2-broao-5-carboxyphenyl)aethyl] -3- (2- 
aereaptoethyl)* (9CX) (CA INDEX NAME) 



HS-CH2-CH2 




k^^^X^ N CH2 



RN 560131-47-7 HCAPLUS 

CN lH-Xndole-2-carboxylic acid, 1- [ (4*earboxyphenyl)Bethyl] -3- (2- 
aereaptoethyl}- (9CX) (CA INDEX NAME) 



HS-CH2-CH2 



RN 560131-48-6 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 3- (2-aercaptoethyl) -1- (phenylnethyl) - (9CI) 
(CA INDEX NAME) 



L4 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2006 ACS on STN 



Ph-CH2 



CO2H 

CH2-CH2-SB 



RN 560131-49-9 HCAPLUS 

CH lH-Xndole-2-eaxboxylie acid, l-( (2-carboxyphenyl)Bethyl] -3- (2- 
Bercaptoathyl)- (9CI) (CA INDEX NAME) 



HS— CH2— CH2 

OX" 



RN 560131-S0-2 HCAPLUS 

CN lH-Indole-2-carboxylic acid, l-( [3-carboxy-5- (1, 1- 

diaethylethyl) phenyl] aethyl] -3- <2-Bercaptoethyl}- (9CI) (CA INDEX NAME) 



HS-CH2— CH2 



RN 560131-51-3 HCAPLUS 

CN lH-lndole-2-carboxylic acid. I- | ( 4-broBO-3-carboxyphenyl)Bethyll -3- (2- 
aercaptoethyl}- (9CI) (CA INDEX NAME) 



HS-CH2-CH2 C02B 

dx:::45" 



RN 560131-52-4 HCAPLUS 

CH lB-Indole-2-carboxylie acid, 1- ( (2-carboxy-5-aethoxyphenyl)aethyl}-3- (2- 
aezcaptoethyl) - (9CX) (CA XHDEX NAME) 
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L4 AN5V£It 1 or 1 BCAPLUS COPTRZGBT 2006 ACS on STN |Centiau«d} 




C02B 



IW SC0131-53-S BCAPIUS 

CM ia-Indel*-2-carboxylie «eid. 3-(2-B*rc«pto«thyll-l-(2-pb«nyl«thyl»- {9CI) 
(CA ZMOEX HAKE) 




CH2— CH2-Ph 



RN S60131-54-6 HCAPLOS 

CN lH-Znclol«>2-c«rboi(ylic acid, 3- (2-aflEcaptoethyi>-l-phenyl- (901 1 (CA 
ZHDEX NAME) 




CH2-CH2-SH 



RN 5e0131-5fi-8 aCAPLUS 

CH IH- Indole -2 -car boxylic »cid, 1- t3-c»rboxyph«nyl)-3- (^-»•^c•pto•thyl)- 
(9CI) (CA ZHDEX NAHB) 



HS-CH2— CH2 




L4 ANSSER 1 OF 1 HCAPLUS COPTRZGBT 2006 ACS on STH (Continued) 
RN 560131-65-9 BCAPUIS 

CM lH-lRdol«-2-carboxylie acid, l-{3-carboxy-5-(l. l-dia«thylethyl|pb«nyl|-3- 
(2-B«rcapce«tfayl)- (9CZ} (CA INDEX NAME) 

BS-CH2-CB2 

CXXT 
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=> fil reg 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
7.64 



TOTAL 
SESSION 
174.79 



FULL ESTIMATED COST 



CA SUBSCRIBER PRICE 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



SINCE FILE 
ENTRY 
-0.75 



TOTAL 
SESSION 
-0.75 



FILE 'REGISTRY* ENTERED AT 11:17:06 ON 08 JUN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 7 JUN 2006 HIGHEST RN 887123-67-3 
DICTIONARY FILE UPDATES: 7 JUN 2006 HIGHEST RN 887123-67-3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www . cas . org/ONLINE/UG/regprops . html 



=> 

Uploading C:\Program Files\Stnexp\Queries\10500319s2 . str 






^ 14 



/O 



3 



5 



/1 2 




'9 



N 



1 



0 



11 



chain nodes : 
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10 11 12 13 14 15 
ring nodes : 

123456789 
chain bonds : 

7-13 8-10 10-11 10-12 13-14 14-15 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 
exact/norm bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 8-10 10-11 10-12 14-15 
exact bonds : 
7-13 13-14 



Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: CLASS 
11: CLASS 12: CLASS 13: CLASS 14: CLASS 15: CLASS 



L5 STRUCTURE UPLOADED 

=> d 15 

L5 HAS NO ANSWERS 
L5 STR 




Structure attributes must be viewed using STN Express query preparation. 



=> s 15 

SAMPLE SEARCH INITIATED 11:18:42 FILE * REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 314 TO ITERATE 

100.0% PROCESSED 314 ITERATIONS 3 ANSWERS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 5217 TO 7343 

PROJECTED ANSWERS: 3 TO 163 

L6 3 SEA SSS SAM L5 

=> s 15 full 

FULL SEARCH INITIATED 11:18:47 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 5497 TO ITERATE 
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100.0% PROCESSED 54 97 ITERATIONS 

SEARCH TIME: 00.00.01 



21 ANSWERS 



L7 



21 SEA SSS FUL L5 



=> 



Uploading C:\Program Files\Stnexp\Queries\10500319s3 . str 
A^ 16 




1-3 



/O 



3 

2- 



13 



/8- 



•12 



10 
11 



chain nodes : 

10 ir 12 13 16 

ring nodes : 

123456789 
chain bonds : 

7-13 8-10 10-11 10-12 13-16 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 

exact/norm bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 8-10 10-11 10-12 13-16 

exact bonds : 

7-13 



Match level : 

l:Atoni 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atoin 9:Atom 10: 
11: CLASS 12: CLASS 13: CLASS 16: CLASS 



L8 



STRUCTURE UPLOADED 



=> d 18 

L8 HAS NO ANSWERS 
L8 STR 




"••N 



Structure attributes must be viewed using STN Express query preparation. 
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=> s 18 

SAMPLE SEARCH INITIATED 11:21:33 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 5004 TO ITERATE 

40.0% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * *COMPLETE* * 
BATCH * *COMPLETE * * 

95839 TO 104321 
3110 TO 4796 



L9 



50 SEA SSS SAM L8 



=> s 18 full 

FULL SEARCH INITIATED 11:21:40 FILE • REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 99151 TO ITERATE 

100.0% PROCESSED 99151 ITERATIONS 
SEARCH TIME: 00.00.01 



LIO 



3611 SEA SSS FUL L8 



=> fil hcaplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



SINCE FILE 

ENTRY 
336.52 

SINCE FILE 
ENTRY 
0.00 



FILE 'HCAPLUS' ENTERED AT 11:21:45 ON 08 JUN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



50 ANSWERS 



3611 ANSWERS 



TOTAL 
SESSION 
511.31 

TOTAL 
SESSION 
-0.75 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 8 Jun 2006 VOL 144 ISS 24 
FILE LAST UPDATED: 7 Jun 2006 (20060607 /ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> d his 

(FILE 'HOME' ENTERED AT 11:15:52 ON 08 JUN 2006) 
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FILE 'REGISTRY' ENTERED AT 11:16:04 ON 08 JUN 2006 

LI STRUCTURE UPLOADED 

L2 2 S LI 

L3 14 S LI FULL 

FILE 'HCAPLUS' ENTERED AT 11:16:39 ON 08 JUN 2006 

L4 1 S L3 

FILE 'REGISTRY' ENTERED AT 11:17:06 ON 08 JUN 2006 

L5 STRUCTURE UPLOADED 

L6 3 S L5 

L7 21 S L5 FULL 

LB STRUCTURE UPLOADED 

L9 50 S L8 

LIO 3611 S L8 FULL 

FILE 'HCAPLUS' ENTERED AT 11:21:45 ON 08 JUN 2006 

=> s 17 

Lll 2 L7 

=> d ed abs ibib hitstr 1-2 
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Lll AHSVER 1 or 2 BCAPLUS COPYRIGHT 2006 ACS on STH 
EO Bnt*c«d STH: 16 Jul 2003 



CR3r4ck1r2sH 



til ANSWER 1 OF 2 BCAPtUS COPYRICBT 200S ACS i 




AB This invention rslates Co n«w indelas {shown «s Z; vsriablea dofinsd 
b«low; •.g. 3-(2*B*xeapto«thyl)-lB-iRdol«-2-carboxylic acid). 
pl»rcuc«utieal coB^^ns. and diagnostic kits eoaprising such coapds.. and 
Bvthods of using such coapds. for inhibiting KAAlADasa onzyaa activity, 
dotoeting disoasas whara KAAIAdase Isvals ara altarad, affecting neuronal 
activity, eff acting TGF-P activity, inhibiting angiogenesia, and 
treating glutaaata abnensalitics. neuropathy, pain, coapulsive disorders, 
prostate diseases, cancers and glaucoaa. ICSO values are tabulated for 
inhibition of KAAIAdase by 12 exanples of I. Many pharoacol. and 
therapeutic test results are reported for the following 6 compds. Chat are 
not covered by I: 2- [ [ (2. 3, 4, S, 6-pentaf luorobenzyl) hydroxyphosphinyllaethy 
IJpentanadioic acid. 2- O-sulfanylpropyltpantanadioic acid. 

2- |phosphonoB«tbyl)p«ntanadioic acid. 2-(2-sulfanyl«thyl)p«ntan«dioic 
acid, 3-carboxy-o-|3-Bercaptopropyl)ben«enepropanoic acid and 

3- carboxy-5- (I, l-diaethylethyl) -a- (3-mercaptopropyl)benxenepropanoic 
acid. For I: Al, A2, A3 and A4 - H, C1-C9 alVyl, C2-C9 alkenyl. C2-C9 
alkynyl, aryl, heteroaryl, carbocycle, heterocycle, C1-C9 alkoxy. C2-C9 
alkenyloxy, phenoxy, benzylexy. hydroxy, halo, nitro, cyano, isocyano, 
-C00R6. - C0R6. -HR6R7, -SR6, -SORe, -502R6, -S02(OR6). -C(0)NR6R7, 
-C(0)NR£ (CB2)nCOOa, -HRSCtOlR? or -|CH2)nCO0B, or any adjacent t%ra of Al. 
A2, A3 and A4 fora with the benxene ring a fused ring that is (un) saturated, 
aroaatic or nonaroa., and carbocyclic or heterocyclic, said heterocyclic ring 
containing 1 or 2 O, K and/or S heteroatOD(s) ; n is 1-3; R, Rl, R2, R3, R4, 
R5, R6, R7 - H, carboxy, C1-C9 alkyl, C2-C9 alkenyl, C2-C9 alkynyl, aryl, 
heteroaryl, carbocycle or heterocycle; and said alkyl, alkenyl, alkynyl, 
aryl, heteroaryl, carbocycle, heterocycle, alkoxy, alkenyloxy, phenoxy, 
benzyloxy and fused ring (un) substituted with 21 substituentisj . 

Although the aethods of preparation are not claiaed, 13 exaaple prepns. are 
included. 

2003:551494 HCAPLUS 
139:101027 

Preparation of aareaptoethyl indolaearboxylic acids as 
HAALAdaae inhibitors for treating and diagnosing 
glutaraate abnoraalities, neurological and other 
disorders 

Tsufcaaoto, Takashif Cxella, Brian; Majar, Pavel 
Guilford pharaaeauticals Inc., USA 
PCT Int. Appl., 173 pp. 
CODEN: PIXXD2 
Patent 
English 



ACCESSXOH NUMBER: 
OOCUMEHT HUKBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (5) : 

SOURCE: 



DOCUMENT TYPE: 
I,ANGUAGE : 
FAMILY ACC. MUM. COUNT: 
PATENT INFORMATION: 



PATENT HO. 



KIND DATE 



WO 2003057670 A2 20030717 

WO 2003057670 A3 20031106 

W: AE, AG, AL, AM, AT, AU, AZ, 

CO, CR, CU, Cr. DE, DK, DM. 



APPLICATION NO. 



WO 2002-US37617 



DZ. EC, 



BC, BR, BY, B2, CA. CH, CN, 
ES, FI, CB, GO, GE, GB, 



KG, KZ, KD, RU. 

FI. FR, GB, GR, 

CF, CC, CI, CM, 

AU 2002357003 a: 

US 2005080128 a: 
PRIORITY APPLN. INFO. : 



OTHER SOURCE (S) : 
IT 560131-3P-7P, 
5C0131-42-2P, 
5C0i31>4«-4P, 



Ol, HR, HU, ID, IL, IN, 15, JP, KE, KG, KP, KR. KZ, LC, LK, LR, 
LS, LT, LU, LV, MA. KD. HG, KK, KM, MW, MX, M2. NO, HZ, OM. PH. 
PL, PT, RO. RU, SC. SD. SE. SG, SK. SL, TJ. TM. TN, TR, TT, TZ. 
UA, UG. US. UZ. VC, VN. YU, ZA. ZM. ZW 

GH. GM, KE. L5, MW, HZ, SD. SL. 5Z. TZ. UG. ZM, ZW. AM, AZ. BY. 

, TM. AT. BE, BG. CH, CY. CZ, DE, DK, EE. ES. 
, IT, LU, MC, NL, PT, SE, SI, Sl^ TR, BF. BJ, 
,. GH, CO, GW. ML. MR, KE. SM. TB, TG 
20030724 AU 2002-3S7003 / 20021219 
20050414 US 2003>500319 (/ 20021219 
US 2001«342764P P 20011228 

WO 2002-US37617 W 20021219 

MARPAT 139:101027 
3- (2-MercaptoethyU -lH-indolo-2-carboxylic acid 
3- (2-Mereaptoethyl) -lB-indole-2, 7-dicarboxylic acid 
1- I { 3-Carboxyphenyl ) aethyl 1 - 3- ( 2-Bercaptoethyl ) - 18- 
indola-2-earboxylic acid 5S0131-4C-CP, 1- ( (2-Broao-5- 
c«rboxypbenyl)Bethyll-3-(2-Dercaptoetbyl)-lH-indole-2-carboxylic acid 
SC0131-47-TP, l-I (4-Carboxyphenyl)Bethyl]-3-(2>aercaptoethyl)-lH- 
indole-2-carboxy^ic acid 5«0131-4«-ep. 3- (2-ftercaptoethyl) >1- 
(phenylBethyl)-lB-indole-2-carboxylic acid S<0m-<9-». 
l-C <2-Carboxyphenyl>Bethyl) -3- ( 2-Bercaptoethyl) -lH-indole-2-carboxylic 
acid S60I31-50-2P, I- K 3-Carboxy-5- ( 1 , 1- 

diaethylethyl) phenyl I aethyll -3- < 2-Bercaptoethyl J -lH-indole-2-carboxylic 
acid 560131-51-3P, 1- [< 4-Broao-3-carboxyphenyi Jnethyl J -3- < 2- 
Bercaptoethyi)-lH>indole>2'Carboxylic acid 5S0131-52-4P, 
1- 1 (2-Carboxy-5~Bethoxyphcnyl) aethyl ]*3- (2-Bercaptoethyl )->lH-indole-2- 
carboxylic acid S6013X-S3-SP. 3- (2>Hercapto•thyl)-l-(2- 
phenylethyl)-lH-indole-2-carboxylic acid S60131-S4-6P, 
3- (2-Mercaptoethyl)-l-phenyl>lB-indole-2-carboxylic acid 
560131-56-eP, 1- (3-Carboxyphenyl) -3- <2-Bercapcoethyl) -lH-indole-2- 
carboxylic acid 560XSl-iS-»P, 1- l3-Carboxy-S-(l, l- 

diBethylethyl)phenyl|-3- {2-aercaptoethyl) -lB-indole-2-carboxylic acid 
RL: DGN (Diagnostic use); PAC (Pharaacological activity); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(drug candidate and diagnosis agent; preparation of aercaptoethyl 
indolaearboxylic acids as HAALAdase inhibitors for treating and 
diagnosing glutaaate abnoraalities and neurol. and other disorders) 
S60131-39-7 HCAPLUS 

lH-Xndole-2-carboxylic acid, 3- (2-aarcaptoethyl) - (9CI) <CA INDEX NAME) 



OX' 



Lll ANSWER 1 OF 2 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN S60131-42-2 HCAPLUS 

CN lH-Indol«-2,7>dicarboxylic acid, 3-(2-B«reaptOBthyl)> (9CI) (CA INDEX 




ILJ 



RN 560131-44-4 HCAPLUS 

CH lH-Indole-2-carboxylic acid, 1- t (3-carboxyphenyl)aethylJ-3- (2- 
aercaptoethyl)- (9CI} (CA INDEX NAME) 



HS-CH2 — CH2 



RN 560131-46-6 HCAPLUS 

CH lH-Indole>2-earboxylic acid, 1- [ (2-broao-S-carboxyphenyl)Bethyl] -3- (2- 
aercaptoethyl)- (9CX) (CA INDEX NAME) 



HS-CH2— CH2 CO2H 



-CH2- 



RN 560131-47-7 HCAPLUS 

CM lH-Indole-2-carboxylic acid, 1- ( (4-carboxyphenyl)aethyl)-3- (2- 
aercaptoethyl)- (9CI) (CA INDEX NAME) 



CO2H 
M CH2- 



RN S60131-48-S HCAPLUS 

CN lH-Indole-2-earboxylic acid, 3- (2-BereaptoethyI) -1- (phanylaethyl) - (9CI) 
(CA INDEX NAME) 



Lll ANSWER 1 OF 2 HCAPLUS COPYRIGHT 2006 ACS on STN 



Ph-CH2 



OCX" 



RN 560131-49-9 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- [ (2-caxboxyphenyl)Bethyl) -3- (2- 
aereaptoethyl)- (SCI) (CA INDEX NAME) 



HS— CH2-CH2 



CO2H 

CH2 



RN 560131-S0-2 HCAPLUS 

CH lH-Indole-2-carboxylic acid, 1- I (3-carboxy-5- (1, 1- 

diaethylethyDphenyllaethyl] -3- (2-aercaptoethyl)- (9CI) (CA INDEX NAME) 



HS-CH2— CH2 



RN 560131-51-3 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- ( (4*broBO-3-earboxyphanyl)aethyl}-3- (2- 
aercaptoethyl)- (9CI) (CA INDEX NAME) 



HS-CH2-CH2 CO2H 



RN 560131-52-4 HCAPLUS 

CH lH-Indol«-2-earboxylic acid, 1- ( (2-carboxy-5-B«thoxypbenyl}a«thyl}-3- (2- 
aercaptoathyl}- (9CI) (CA INDEX NAME) 
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Lll ANSTTER 1 OF 2 ECAPLUS COPTRXGBT 2006 ACS on STU (Continued) 

HS— CH2— 082 



Lli AMSVSA 1 OF 2 HCAPLUS COPYRIGBT 2006 ACS on STN 



(Continued) 



RH 560131-53-5 HCAPLUS 

CH lB-Indole-2-c*rbexylic acid, 3- (2-D«rcBptoethyl)-l> C2*phcnylethyl)- (9CI) 
(CA XITDEX MAKE) 



HS-CH2--CH2 



RN S6013 1*54-6 BCAPLUS 

CH lB-Indol«-2-c«rbo»ylie «eid, 3-(2-marc«pto«tbyl)-l-ph«nyl- (9CI) (CA 
XHDEX NAME) 



r 



OX 



RH S60131>5e-e BCAPLUS 

CM lB-Zndol*-2-carbexylie acid. 1- |3-caxbexyph*nyl)-3-(2-m«rcaptoechyl) - 
(9CI} (CA XNOSX NAME) 



HS-CH2-CH2 



RM S60131-65-9 BCAPUJS 

CN ia-Zodole-2-cerbezylic ecid« 1- (3-earboxy-5- (1. l-diMt-hylethyDphenyll -3- 
(2-Mrcapcoethyll- I9CII (CA IKDEX NAKSl 



HS— CB2-CH2 




S60131-41-», Methyl 3-(2> (ecetylthio}ethyll-lB-indol*-2- 
cerboxylete 5«0I31-«S-SP. Hethyl 3- (2- (ecetylthio)ethyll*l>( (3- 
(Bechoxycerbonyl)phenyllBethyl]-lB-indele-2-cerboxylete 
S60131-5S-1P, 3- (2-Acetylthioethyl) -l-ph«nyl-lB-iBdoI*-2- 
cerboxylic ecld aethyl ester 5m31>C3-7v, 3-(2- 

Acetylsulf enylethyl) • 1- (3- (BethexyeerbonyDphenyll ''lB-indole-2-'earboxylic 
•cid aethyl ester 

Rt: RCT (Reectent); SPN (Synthetic preparation); PREP (Preparation) 7 RACT 

(Reactant or reagent) 

(preparation of nercaptoethyl indolecarboxylic acids as KAALAdase inhibitors 
for treating and diagnosing glutamate abnornalities and neurol. and 
other disorders) 

560131-41-1 BCAPLUS 

lB-Xndole-2-carboxylie acid. 3-(2-(acatylthio)ethyl}-, aethyl ester (9CI) 
(CA INDEX HAKE) 



CB2-CH2-SAC 

560131-45-5 BCAPLUS 

lB-Zndole-2-cacboxylic acid, 3-(2- (aeetylthio)ethyl] -1- ( I^- 
(Bethoxycarbonyl}phenyl1nethyl]-, aethyl ester (9CX) (CA IHDCX HAKE) 



Lll ANSWER 1 OF 2 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



ACS-CH2-CH2 



1" 



RN S60131-55-7 HCAPLUS 

CN lH-lndole-2-carboxylic acid, 3-(2- (eeetylthio)ethyl]-l-phenyl-, aethyl 
ester (9CI) (CA INDEX NAME) 



CH2-CH2-SAC 

RH 560131-63-T HCAPLUS 

CH lH-Indole-2-carboxyIic acid, 3- (2- («c«tylthio)ethyll-l- (3- 

(aethoxycarbonyll phenyl)-, aethyl ester (9CI) (CA INDEX NAME) 



ACS-CH2-CH2 



r 



ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2006 ACS on STN 

Entered STN: 12 May 1994 

For diagrara(s), see printed CA Issua. 

2. 2- Bls (nethylthio)-l- (l-nethyl-2-mothoxycarbonylindol-3-yl)eerylonitrile 
(I) reacted with amines, to give p-cacbolins darivs. 

1. 3- Dioxe-3-caxboline deriva. were obtained by treataent of I with 
polyphosphoxic acid. 1, 3-Dioxo-0-carboline treated with CS2 and HaH 
and allcylated with Me2S04 gave 1, 3-dloxo-l, 3, 4-txihydro-2, 9-diaethyl -4- 
[bis (methyl thio)inathylene] -p- carboline. Reaction of 

3-cyanomethylindol« derivs. and ketene thioacetals afforded II (R « He, 
Et; Rl - C02He, CN) , l-cyano-2- (methylthio) -3-nltro- 4-hydroxycarbaxole, 
and 1-0x0-1,2, 9-trihydro-3- (methylthio) -4-cyano-p-carboline . 
1972:488363 HCAPLUS 
77:88363 

Indole derivatives. XIXI. Reaction of 
1- ( 1-nethyl- 2-raa thoxyeaxbonylindol-3-yl ) -2 , 2- 
bisaethylthioacrylonitrile 

Kobayashl, Goeo; Natsuda, Yoshiro; Natsulei, Reitco; 
Tominaga, Yoshinori 

Pharm. Fac, Univ. Nagasaki, Nagasalci, Japan 
Yakugaku Zaashi (1972), 92(6), 713-18 
CODEN: YKKZAJ; ISSN: 0031-6903 
Journal 
Japanese 

37024-OS-BP 37024-0<>99 37024-07-QP 

RL: SPN (Synthetic preparation); PREP (Preparation] 

(preparation of) 
37024-OS-B HCAPLUS 

lH-Xndole-2-CBrboxylic acid, 3- [1, 3-dicyano-4-methoxy-2- (methylthio) -4-oxo- 
2-butenyll-, methyl ester (9CI) (CA INDEX HAKE) 



Lll 
ED 
GX 



ACCESSION 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 



OX' 



NC O 

I II 



RN 37024-06-9 HCAPLUS 

CN lH-lndole-2-carboxylic acid, 3- {1, 3, 3- tEicyano-2- (methylthio) -2-propenyll- 
, methyl ester (9CI) (CA INDEX NAME) 



. ¥ 



OX 



CH— C=:C— CN 



RN 37024-07-0 HCAPLUS 

CH lH-Xndole-2-carboxylic acid, 3- [1, 3, 3- tricyano-2- (methylthio) -2-propenyl)- 
, ethyl ester (9CI) (CA INDEX NAME) 
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Lll ANSVER 2 or 2 HCAPW5 C07YRZCBT 2006 ACS on STH (Concinu«d> 

C8-C=C— CH 
I I 
CH SM* 
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=> d his 

(FILE 'HOME* ENTERED AT 11:15:52 ON 08 JUN 2006) 

FILE 'REGISTRY* ENTERED AT 11:16:04 ON 08 JUN 2006 
LI STRUCTURE UPLOADED 

L2 2 S LI 

L3 14 S LI FULL 

FILE 'HCAPLUS* ENTERED AT 11:16:39 ON 08 JUN 2006 
L4 1 S L3 

FILE 'REGISTRY' ENTERED AT 11:17:06 ON 08 JUN 2006 

L5 STRUCTURE UPLOADED 

L6 3 S L5 

L7 21 S L5 FULL 

L8 STRUCTURE UPLOADED 

L9 50 S L8 

LIO 3611 S L8 FULL 

FILE 'HCAPLUS* ENTERED AT 11:21:45 ON 08 JUN 2006 
Lll 2 S L7 

=> s 110 

L12 880' LIO 

=> s 112 and (indole-2-carboxylic) 
60043 INDOLE 
8759472 2 
238337 CARBOXYLIC 

1295 INDOLE-2-CARBOXYLIC 

(INDOLE (W) 2 (W) CARBOXYLIC) 
L13 157 L12 AND ( INDOLE-2-CARBOXYLIC) 

=> s 113 and (mercapto?) 

117 655 MERCAPTO? 
L14 10 L13 AND (MERCAPTO?) 

=> d ed abs ibib hitstr 1-10 
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U4 AMSVER 1 OF 10 BCAPLUS COPYRIGBT 200fi ACS on STH 
EO Entered STN: 18 Jul 2003 



CR3r4cR^r2sb 




A< rS 



Thia inventiQD c«l*cc9 to new indQles (shorn as X; variables defined 
below; e.g. 3- (2-aejrcaptoetta7l)-lB-ladol*-2- 
eaxbosyUe acid}, pharaeceutical eespoa. and diagnostic kits 
coB^irising such coapds., and aathods of using such co&pds. for inhibiting 
HAALADase enzyne activity, detecting diseases where KAALAdase levels are 
altered, affecting neuronal activity, effecting TGF-3 activity, 
inhibiting angiogenesis. and treating glutaaate abnoraalities, neuropathy, 
pain, coEcpulsive disorders, prostate diseases, cancers and glaucoaa. ZCSO 
values are tabulated for inhibition of HAALAdase by 12 exaaples of X. 
Many pharniacol. and therapeutic test results are reported for the 
following 6 coapda. that are not covered by I: 2- [ ( <2. 3, 4, S, 6- 
pentafluorobenzyl)hydroxyphosphinyl]Bethyl]pentanedioic acid. 
2-(3>sulfanylpropyl)pentanedioic acid, 2- (phosphonomethyDpentenedioic 
acid, 2-(2-sulfanyIethyl)pentanedioic acid, 3-carboxy-a- ( 3- 
BereeptepropyDbenxenepropanoic acid and 3-carboxy5- ( 1, l- 
diDethylethyl ) *a- (3- nercaptopropyDbenzenepropanoic acid. 
For 1: Al, A2, A3 and A4 - H, CI-C9 alkyl, C2-C9 alkenyl, C2-C9 alkynyl, 
aryl, heteroaryl, carbocycle, heterocycle, C1->C9 alkoxy, C2-C9 alkenyloxy, 
phenoxy, benzylexy. hydroxy, halo, nitro, eyano, isocyano, -COOR6, - C0R6. 
-NR6R1. -SR6, -SOR6, -S02R6, -S02(OR6). -C(0)KR6R7. -C|0)tfRS <CB2}nCOOB, 
-NR€C|0)ft7 or -(CB2)nCOOH. or any adjacent two of Al, A2. A3 and M fora 
with the benzene ring a fused ring that is (un) saturated, aromatic or nonarOB.< 
and carbocyclic or heterocyclic, said heterocyclic ring containing 1 or 2 O. H 
and/or S heteroatomla ) ; n is 1-3; A, Rl. R2, R3, R4, RS, R£, R7 - H, 
carboxy, C1-C9 alkyl, C2-C9 alkenyl, C2-C9 alkynyl, aryl, heteroaryl, 
carbocycle or heterocycle; and said alkyl. alkenyl, alkynyl. aryl, 
heteroaryl, carbocycle, heterocycle, alkoxy, alkenyloxy, phenoxy. 
benzyloxy and fused ring (un) substituted with 21 substituant(9| . 
Although the methods of preparation are not claiaed, 13 exanple prepns. are 
included. 

2003:5514 94 KCAPLU5 
139:101027 

Preparation of nercapteethyl 

indolecarboxylic acids as NAALAdase inhibitors for 
treating and diagnosing glutamate abnormalities, 
neurological and other disorders 
Tsukanoto. Takashi; Grella. Brian; Majer, Pavel 
Guilford Phamaeeuticala Inc., USA 
PCT Int. Appl.. 113 pp. 
CODEN: PIXXD2 
Patent 
English 



ACCESSION NUMBER 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S): 
PATENT ASSIGNEE (S) 

SOURCE : 



L14 AHSRR 1 or 10 
PATENT INFOBKATIOH: 



PATENT NO. 



BCAPLUS COPTRXGBT 200fi ACS on STM 



KIND DATE 



APPLZCATIOH NO. 



WO 


2003057670 




A2 


2003071? 




«o ; 


2002- 


■US31617 




20021219 


VO 


2003057670 




A3 


20031106 




















V: 


AB, 


AC. 


AL. 


AM, 


AT. AU. AZ, 


BA. 


BB 


, BG, 


BR, 


BY, 


BZ, 


CA, 


CB. cm, 






CO, 


CR, 


CU, 


CE. 


OE. OK. DM. 


DS, 


EC, 


. EE. 


ES, 


FI, 


GB, 


CD. 


GB, GB, 






GM. 


BR, 


HU, 


ID. 


IL. IN. IS. 


J». 


KE, 


. KG, 


KP, 


KR, 


KZ, 


LC, 


LK. LR, 






U, 


LT, 


LU, 


LV, 


MA. MD. HS. 


MK, 


MN 


, MM, 


MX. 


MZ. 


NO, 


NZ, 


OM. PH, 






PI*. 


PT, 


RO, 


RU, 


SC. SD. SE, 


SC, 


SK 


. SL, 


TJ, 


TM, 


TN, 


TR, 


TT, TZ, 






UA, 


UC, 


US, 


uz. 


VC, V». TU, 


ZA, 


ZM, 


, ZV 














RV: 


GH, 


CM. 


KE, 


L3, 


MN, MZ, SD, 


SL, 


sz 


. TZ, 


UC, 


ZM, 


zw. 


AM, 


AZ, BY. 






KG, 


KZ. 


KD, 


RU. 


TJ, TM. AT. 


BE. 


BG 


, CH, 


CY. 


CZ, 


OB. 


DK, 


EE. ES, 






FI. 


FR, 


CB, 


GR, 


IE, IT, LU, 


MC. 


HL 








SK, 


TR, 


BF, BJ, 






CF, 


C6, 


CI. 


CM. 


GA. GN, CO, 


CTT. 












TC 




nu 


20023S7003 




Al 


20030724 




"WJ 2002- 


-357003> 




20021219 


US 


2005060120 




Al 


20050414 




us : 


2003- 


S0Q3. 






20021219 


PRIORITY APPLN. 


INFO. : 








kus : 


200^; 


>M?764P 




P 20011228 






















■US37«n 




« 20021219 



DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. COUNT 



OTBER SOURCE (S): MARPAT 139:101027 

IT 5C0131-39-7P, 3- (2-Mereaptoetfa7l) -IB-inlole- 

2-cartexyli.a acid 5C013X*42-2V. 3-(2- 

nercaptoethyi) -lB-indola-2. 7-dicarboxylic acid 

5C0131-44-4P. 1- ( |3-Carboxyphenyl)Betbyl]-3' 12- 

aereaptoethyl) -18-lBdDl«-2-»eezboxyli.e 

acid 5C0131-4<-fiP, 1- n2-Broao-5>carboxyphenyl)aethyll -3- (2- 
oareeptee thyl ) - IH- indole- 2 - carboxy lio 

acid 5S0131-47-7P, 1- ( (4-Carboxyphenyl)Bethyll-3- (2- 

Bareaptoethyl) - IH- indole- 2 -eaxbexylio 

acid 5S0131-4S-9F, 3 - ( 2 -Mereapteethyl 

) -1- (phenylDethyl)-lH-ifidole-2-e*xbos7llo 

acid S601S1-49-9P, 1- { (2-Carboxyphenyl)Bethyl J-3- (2- 

aereepteothylt - lH-ladelo-2-eubosyU.o 

acid 5S01SI-50-2*. 1- [ [3-Carboxy-S- |1, 1- 

diaethylethyDphenylleethyl] -3- (2'na«eaptootby)L) >1H- 

lndale-2-caxboxylio acid 5C0131-51-3P 

, 1- ( (4-Broao-3-carboxyphenyl) methyl] -3- ( 2 -me reap toe thyl ) - 1 H- 
liidele-2-ceid>oxyllo acid 5«0131-S2-4P 

, l-[(2-Carboxy-S-Bethexyphenyl)aethyl)-3-(2-nercaptoethyll-lH- 

lndele-2-e«Jd»exylio acid 560131-S3-SP 

. 3- ( 2 -Mereapteothyl ) - 1 - ( 2 -phenyle thyl ) - IB- iadelo- 

2-eaxbexylio acid SC0131-5«-«», 3-{2- 

Itereep tee thyl )- 1 - phe nyl - 1 H - indole- 2 - 

eezboxylie acid 5C0131-S4-OP, 1- ( 3-Carboxyphenyl ) *3* (2- 
MTceptoe thyl )- 1 H- indole- 2 - eecboxy lie 

acid 560131-45-9P, I- [3-Cacboxy-5- ( I , l-dimethylethyl » phenyl] - 3- 
( 2 -narcaptoethyl ) - 1 H- indole- 2 - 
cerboxylio acid 

RL: DGN (Diagnostic use); PAC (Pharaacological activity); SPN (Synthetic 
preparation)} TBU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(drug candidate and diagnosis agent; preparation of Dereapteetfayl 

indolecarboxylic acids as HAALAdase inhibitors for treating and 
diagnosing glutamate abnormalities and neurol. and other disorders) 
RN 560131-39-7 HCAPLUS 

CN lH-Xndole-2-carboxylic acid. 3- (2-Bercaptoethyl) - (9CI} (CA INDEX NAME) 



L14 ANSWER 1 OF 10 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CH2— CH2— SH 



RH 560131-42-2 HCAPLUS 

CN lH-Indole-2,7-dicatboxylic acid, 3- (2-aercaptoethyl) - (9CI) (CA INDEX 
NAME) 




CH2-CH2-SH 



RN 560131-44-4 HCAPLUS 

CN lH-Indole-2-carboxylie acid, 1- [ (3-carboxyphenyl}Bethyl) -3- (2- 
aereaptocthyl) - (9CZ) (CA INDEX NAME) 



L14 ANSWER 1 OF 10 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 56013I-48-B HCAPLUS 

CN lK-Indole-2-carboxylic acid, 3- (2-Bercaptoethyl} -1- (phenylaethyl) - (9CI) 
(CA INDEX NAME) 



Ph-CH2 




CH2-Ca2-SH 



RN 5601 31 -4 9- 9 HCAPLUS 

CN lH-Indole-2-catboxylic acid, 1- ( (2-carboxyphenyl)Bethyl]-3- (2- 
aercaptoethyl ) - (9CI) (CA INDEX NAME) 




RN 560131-46-6 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- [ (2-broBO-5-carboxyphenyl)Bethyl} -3- (2- 
aercaptoethyl)- (9CI) (CA INDEX NAME) 




Br 



RH 560131-47-7 HCAPLUS 

CH lH-Indole-2-carboxylic acid. 1- [ (4-carboxyphenyl)nethyl] -3>(2- 
Bercaptoethyl) - (9CI) (CA INDEX NAME) 




RN 560131-50-2 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- [ [3-carboxy-S- (1, 1- 

diBethylethyl)phenyl}Bethyl} -3- (2-Bercaptoethyl)- (9CI) (CA INDEX NAME) 




RN 560131-51-3 HCAPLUS 

CN lH-Indole-2-carboxylie acid, 1- ( (4-broBO-3-carboxyphenyl}Bethyll -3- (2- 
aercaptoethyl)- {9CI) (CA INDEX NAME) 
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ES-CH2-CH2 CO2H 



RM S601 31-52-4 HCA9LU5 

CM lB-Xndole-2-carboxylic acid. 1-f (2-carboxy-S-BatJioxyphenyl)Betbyl|-3- 12- 
B«rcApco«thyl)- (9CZ| fCA INDEX KAKBI 




CO2B 



RN S€0l31-53-5 HCAPLU5 

CN lH-lndole-2-c»rboxylic «cid, 3- (2-aereapto«thyl) -1- (2-phenylethyl) - 19CI) 
(CA INDEX NAME) 



HS-CH2-CH2 




CH2— CH2— Ph 



RN S60131-54-6 HCAPLUS 

CN lH-Indol«-2-c«rboxylic acid, 3- (2-mexc«ptoethyl)-l-phenyl- (9CI> (CA 
INDEX NAME) 



Ph 

OX'" 

CH2— CH2-5H 



RN 560131-S6-6 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- (3-carboxyph«nyl)-3- (2-m«rcaptoathyl) • 
(9CI> (CA INDEX NAME) 



LI 4 ANSVER 1 or 10 ECAPLVS COPYRIGHT 2006 ACS on STN |Continu«d) 

a5-CH2— CH2 




RN 560131-S5-9 BCAPLUS 

CN lB-XndBl.a-2-earboxylie acid, 1-f 3-carboxy-5- (1, l-dia•thyl•thyl|ph•nyll-^- 
(2-B•reap^e•tbylI- (9CI) CCA INDEX HAKE) 



HS-CB2— CB2 



C-BU 




XT fi3lS8-«0-l, [2- (Et.hoxycarbonyl}indol-3-yl) acetic acid ctliyl ester 
RL: RCT (Reactant); RACT (Rcaccanc or reagent) 

(preparation of wrc^tnetbgrl indolecarboxylic aeida aa NAALAdaao 
inbibitors fox treating and diagnosing glutanate abnormalities and 
neurol. and etber diaordera) 

RN 63156-60-1 BCAPLUS 

CN ia-Ittdole-3-acatie acid, 2- (ethoxycarbonyl)-, ethyl ester (9CI) (CA INDEX 
MAHE) 




CB2— C— OEt 



IT 17903-9C-9P. 3- (2-Bydroxyethyl) -lB-lndale-2- 



L14 ANSWER 1 Ot 10 BCAPLUS COPYRICNT 2006 ACS on STN (Continued) 
carboxylio acid 5C0131-40-CP, Methyl 

3-(2-Hydroxyethyl)-lH-indole-2-carboxylate 540131-41-lP. Methyl 
3- (2-(acetylthio)ethyl)-lH-indole-2-carboxylate 560131-45-5P, 
Methyl 3- (2- (acetyl thio) ethyl ) -I- [ (3- (me thoxycarbonyl) phenyl JnathylJ -IH- 
indole-2-carboxylate 560131-55-7P, 3- { 2-Acetylthioethyl ) -1- 
phenyI-lH-indol«-2-ca]^xyllo acid methyl 
ester 5C0131-57-9P, 3- [ (Ethoxycarbonyltmethyl] -1- [3- 
( nethoxyea rbonyl ) phenyl ) - 1 B- indole-a- 
easboxrlla acid ethyl eater SMISI-St-OF, 
3-CarboxyBethyl-l- (3-carboxyphenyl) -lB-indole-2- 
caxbexylie acid 5C0131-59-1P, 1- (3-Carboxyphenyl)-3- 
( ( e thoxyc a rbonyl ) methyl } - 1 H- indele-2- 

earbesylio acid 540131-60-4P, 1- (3-Carboxyphenyl)-3- (2- 
hydroxyethyl) -lB-indole-2-carboxylio acid 

S60131-61-5P, 3-(2>Hydroxyethyl)-l- [3- (methoxycarbonyl) phenyl J-IB- 

indele-2-e«rbexylle acid methyl ester 

S60131-S2-6P, 1- [3- (Methoxycarbonyl) phenyl] -3- [2- (4- 

tolylsulf onyloxy ) ethyl J -lH-indole-2-oaebo«yllo 

acid methyl eater 560131-63-7P, 3-(2-Acetylsulfanylethyl) -1- [3- 
(raethoxycarbonyl ) phenyl J - lB-ladele-2- 
eaxboxylio acid methyl eater 

RL: ROT (Reactant) ; SPN (Synthetic preparation); PREP ( Preparation) f RACT 
(Reactant or reagent) 

(prepn. ot mereaptoethyl indolecarboxylic acids as NAALAdaae 
inhibitors for treating and diagnosing glutanate abnornalities and 
neurol. and other disorders) 
RN 77903-96-9 BCAPLUS 

CN lB-Indole-2-earboxylic acid, 3- (2-hydroxyethyl)- (9CI} (CA INDEX NAME) 



LI 4 ANSWER 1 OF 10 BCAPLUS C0PYRI6BT 2006 ACS on STN (Continued) 




CB2-CH2-SAC 



RN 560131-4S-5 BCAPLUS 

CN lB-Indole-2-carboxylie acid, 3-{2- (acetylthio) ethyl}-l-( (3- 

(Bethoxycarbonyl)phanyl)nethyl|-, nethyl ester (9CI) (CA INDEX NAME) 




0 



RN 560131-55-7 HCAPLUS 

CN lB-Indole-2-carboxyiic acid, 3-[2-(acatylthio)ethyl]-l-phenyl-, nethyl 
ester (9CI) (CA INDEX NAME) 




CB2— Ca2— OH 



RN S601 31-40-0 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 3- (2-hydroxyethyl)-, nethyl ester (9CI) (CA 
INDEX NAME) 




CH2-ca2-OH 



RN 560131-41-1 HCAPLUS 

CN lH-lndole-2-carboxylic acid, 3- (2- (acetyl thio) ethyl) methyl ester (9CI) 
(CA INDEX NAME) 



Ph O 

I I? 




CB2— CB2-SAC 



RN 560131-57-9 BCAPLUS 

CN IB-Indole-3-acetic acid, 2- (ethoxycarbonyl) -1- [3- (methoxycarbonyl ) phenyl] - 
, ethyl ester (9CI) (CA INDEX NAME) 



I 




O 
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LI 4 ANSWER 1 OP 10 HCAFUJS COPYRZCBT 2006 ACS oa STH (Continued! 
RN Se0131-S8-0 BCAPLUS 

Ct: lB-l5d3le*3-ac«tie acid. 2-carboxy-l- I3-carbexyphciiyl}- (9CZ| (CA XKDEX 
IttME) 



HO2C-CH2 




RN 560131-59-1 HCAPLUS 

CW iH-Xndol«-3-*c«tic »cid, 2-c*rbojty-l-|3-c«rboxyph«nylJ-, o-«thyl 
•atttz (9CZ) (CA IKDEX NAME) 




114 ANSVCft 1 OP 10 HCAPLUS COFTRZ6HT 2006 ACS en STN (Continued) 

BO-Ca2— CH2 




RM 560131-61-5 BCAPLUS 

CM lB-Zndol«-2-carboxylic «cid, 3- (2-hydroKyothyl)-l- |3- 

(B«t.hoxyc«rbonyl)ph«nyl]-. aothyl ostcr (SCI) (CA XNDSX HAKE) 




RN 560131-62-6 HCAPLUS 

CM lH-Zndole-2-c»rboxylic acid, 1- ( 3- (nethoxycarbonyDphenyl J -3- 12- 1 { (4- 
Bethylph«nyl)sulfonylloxy]«thyl)-, nothyl asc«r (9CI) (CA INDEX HAHS) 



RH 560131-60-4 HCAPLUS 

CM lH-Xndolo-2-carboxylic acid, 1- (3-carboxyphanyl) -3- (2-hydroxyathyl)- (SCI) 
(CA XMOBX MAKE I 



RM 560131-63-7 BCAPLUS 



ANSWER 1 OP 10 HCAPLUS COPYRIGHT 2006 ACS on STM (Continued) 
lH-ZRdole-2-earboxylie acid, 3- (2- (acetylthio)ethyll -1- la- 
dnathoxyeaxbonyDphenyl}-, methyl aatez (SCI) (CA INDEX NAME) 



ACS-CB2-CH2 




ANSWER 2 OP 10 BCAPLUS COPYRIGBT 2006 ACS on STM 
Entered STN: 14 Sep 2001 

Derivs. of I- (2- (4-carboxyphenoxy ) ethyl) -3- ( 1-oxododecyl) -IH- 
indol«-2-oacboxylle acid with nodified 

subatituents at the indole l-poaition were synthesized and evaluated for 
their ability to inhibit the arachidonic acid release in hunan platelets 
aediated by the cytosolic phospbolipase A2 . One of the most active 
compds . was l-(2-(4-ca rboxy- 2 - f luor ophenoxy ) e thy 1 ) - 3 - { 1 -oxododecyl ) - IH- 
indel«-2-oaiA>axTllo acid with an ZC50 of 0.44 

2001:674 620 BCAPLUS 
136:65739 

Novel 3-dodacanoyllndole-2-caz:boxylic acid inltibitors 
of cytosolic phospholipase A2 
Lehr, H.s Klimt, M./ Elfringhoff, A, S. 
Institute of Pharmaceutical Chemistry, University of 
Munster. Minster, 0-4814S, Germany 
Bioorganic s Medicinal Chemistry Letters (2001), 
11(19), 2569-2572 
CODEN: BMCLEB; ZSSH: 0960-894X 
Elsevier Science Ltd. 
Journal 
English 

CASREACT 136:85739 
clocecanoylindole-2-carboxylic acid derivative 
docecanoylindole-2-c«rboxylic acid derivative 
docecanoylindole-2~carboxylic acid derivative 
BSU (Biological study, unclassified); BIOL (Biological study) 
(preparation of 3- ( 1-oxododecyl) -lH-indole-2-carboxylatea as inhibitors of 
cytosolic phospholipase A2) 
192182-27-7 HCAPLUS 

IH-Indole-l-octanoic acid, 2-carboxy-3- ( 1-oxododecyl) - (9CI) (CA INDEX 
NAME) 



ACCESSION NUMBER 
DOCUMENT NXJMBBR: 
TITLE: 

AUTBOR(S) : 
CORPORATE SOURCE 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
IT 192182-27-7D, 
192182-49-TD, 
192182-47-lD, 



H02C- (CH2)7 




C- (CH2)10-Me 



RH 192162-43-7 HCAPLUS 

CM lH-lndole-2-c«rboxylic acid, 1- [2- (4-carboxyphenoxy)ethyll-3- (1- 
oxododecyl)- (9CI} (CA INDEX NAME) 



il 

- (CH2)10-He 



l^sj^^^ll N CH2-CB2-O 



RN 192182-47-1 HCAPLUS 

CM lH-Indole-2-carboxylic acid, 1- (2- ( 4- (carboxymethyl )phenoxy} ethyl] -3- (1- 
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L14 ANSVTR 2 OF 10 BCAPU7S COPYRXCBT 200€ ACS oa STR (Continvedl 
oxododeeyll- |9CX| ICA XHOEX HMfEl 



C- (CH2)10-H« 
l^jl— CH2- CH2- O-C^^^ 



205106-44-lP 20510«-45-2f 205106-46-3P 
205106-47-4P 205106-48-5P 3B6213-03-2P 
S»C213-OS-«t 3SC213-10-1P 3BS21)>11-2V 
3IC213-12-aP 3IC213-13-4F 3BC2&3-14-5V 
St<233-I5-<r 31MX3-1«-T» SIC2t3-lT-t» 
StSaiS-lB-Sr 3ta213*19-0F 3eC213-20-3» 

RL: BSU (Biological study, unclaaaif i*d) f SPN (Synthetic preparation); 
BIOL (Biological study); PREP (Preparation) 

(preparation of 3- ( 1-oxododacyl) >lH-indele-2-earboxylate9 as inhibitors of 

cytosolic phospholipase A2) 
205106-44-1 HCAPLUS 

ia-Indole-2-carboxylic acid, 1- [3- (4-carboxyphenyl)propyll-3- (l- 
oxododecyD- (9CI) (CA IKDBX HAKE) 



- "(CBzlio-Mo 



20S10e-4S-2 HCAPLUS 

ia-lRdole-2-carboxylic acid, I- {2- (4-carbo*y-3-chlorophenoxy) ethylj -3- (l- 
oxodedecyl)- (9CZ) (CA INDEX NAME) 



C-(CH2llO-Me Cl 
N— CB2-CH2-0— ^Is^ 



RN 20S106-46-3 HCAPLUS 

CM ia-Indole-2-carboxyllc acid, 1- (2- (4-earboxy-2-chlorophenoxy)ethyl] -3- (1- 
oxododecyl)- {9CZ) (CA INDEX HAMB) 



L14 AMSVER 2 Of 10 HCAPLUS COPYRZCBT 200fi ACS on STN (Continued) 



C-(CH2llO-He 
^^i^ H CH2-CH2-0— 



RH 20S106-47-4 BCAPLUS 

CH IBolndole-Z-carboxylic acid. 1- l2-(4-carboxy-3-aethoxyphenoxy)ethyl] -3-(l- 
exododecyl)- (9CI) (CA XHDEX HAKE) 



C— (Ca2)io — Me OMe 



RN 205106-46-5 HCAPLUS 

CN lH-Indole-2-carboxyIic acid. 1> (2- (4-carbeKy-3-hydroxyphenexy)ethyl)-3- (1- 
oxododecyD- (9CI) (CA INDEX NAME) 



C-(CH2)10-Me OB 

^•iii^j^ N CH2-CH2-0 



RN 366213-03-2 HCAPLUS 

CN lH-Xndole-2-carboxylic acid, 1- (2- [ (4-carboxyphenyl) thie)ethyl] -3-{l- 
oxododecyl}- (9CI) (CA INDEX HAMB) 



- (CH2)lO-Me 

k::^ M— CH2-CH2-S-Ji,^ 



RH 386213-09-8 BCAPLUS 



L14 ANSWER 2 OF 10 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CN lH-Indole-2-earboxylic acid, l-{2-I (l-earboxyphenyDaminolethyD-S-d- 
oxododecyl)- (9CI} (CA INDEX NAHE) 



C- (CH2)10-Me 
N CH2-CH2-HH 



386213-10-1 HCAPLUS 

lH-Xndole-2-carboxylic acid, 1-I2-I (4-cBrboxyphenyl)Bethylaaino]ethyl) -3- 
(1-oxododecyl)- (9CI) (CA INDEX NAME) 



- (CH2)io-Ma 
^^i:^ N — CH2-CH2-N — 



RN 386213-11-2 HCAPLUS 

CN lH-Indole-2-cacboxylic acid, 1- (3- {4-carboxyphenoxy) propyl] -3- (1- 
oxododecylt- (9CX) (CA INDEX NAHE) 



C- (CH2H0~M 



<CH2)3-0— C^^^ 



RH 396213-12-3 HCAPLUS 

CH IH-Indola-2-carboxylic acid, I- (4- i4-carboxyphenoxy)butyll-3- (I- 
OXOdodecyD- (9CZ) (CA INDEX NAME) 



I? 

C- (CH2)iO 



386213-13-4 HCAPLUS 

lH-Indole>2-carboxylic acid, 1- [2- (4-carboxy-2-methoxyphenoxy)etbyl)-3- (1- 
oxododecyD- (SCI) (CA INDEX NAME) 



Page 1908/06/2006 



L14 ANSWER 2 OF 10 HCAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 



C- (CH2>10-Mo 



M— CH2-ca2-0-A^y;j 



RN 386213-14-5 HCAPLUS 

CH lH-XndoIe-2-carboxylic acid, 1- |2- (4-carboxy-2-hydroxyphenoxy) ethyl 1-3- (l- 
oxododecyl)- (9CZ) (CA INDEX HAKE) 



C- (CH2) 10-MB 



^i^y^ M CH2-CH2-0 — 



RN 386213-15-6 HCAPLUS 

CH lH-Zndole-2-carboxylic acid, l-(2-(4-carboxy-2-fluorophenoxy)ethyll-3-{l- 
oxododecyl)- (9CI) (CA INDEX HAKE) 



M 

C- (CH2) 10-Mb 
k^sj^JJ H CH2-CH2-0— l<5v^ 



RN 386213-16-7 BCAPLUS 

CN lH-Indole-2-carboxylie acid, l-{2- (4-carboxy-2-nethylphenoxy)ethyl] -3- (1- 
OXOdodecyl)- (9CI) (CA INDEX NAME) 



10500319 
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iW 366213-17-8 HCAPLUS R« 386213-20-3 BCAPLOS 

CM lH-Indol*-2-c»rbojiylic »cid, 1- (2- (4-c*rboxy-2-nitxoph«noxy}«t.hyl)-3-(l- CM lH-Indol«-2-c«rboxylic «cid, 1- [2- (4-carboxy-2, C-dia«thylphanoxy)«thyI|*3- 

oxododecyll* (9C1) (CA INDEX NAME) (l-o«odod»cylj - |9CI| (CA XNDBX HAXB) 




K02 



RH 386213-16-9 BCAPLUS 

CH lH-Indol«-2-carbo>iylic acid, 1- (2- (4-caxboxy-2, 6-dlchloxoph«noxy)«chyl|-3- 
(l-oxododecyl)- (9CI) (CA IKDEX HAMS) 




CI 



RN 366213-19-0 HCAPLUS 

CM lH-Indole-2-c*rboxylic acid, I- (2- ( 4-c«rboxy-2, 6-difluorophenoxy>ethylJ-3- 
(1-oxododecyl)- (9CZ) (CA IHOBX NAME) 




Hm 



XT 203111-21-1 

RL: RCT (RsACtant) ; RACT (Reactant or reagent) 

(preparation of 3- ( 1-oxododecyl) -ia-indole-2-c«zboxylates as inhibitora of 
eytosolie phojphollpasa A2) 
RM 203111-21-1 BCAPLUS 

CM lB-Indel«-2-ekxboxyllc acid. 3- (l-oxododeeyl|-« athyl astcx (9C2} (CA 
XHD£X MAKE I 




C- (CH2)io-Me 
O 



IT 3l621S-0a-lP 

RL: RCT (Raactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reaetant or reagent) 

(preparation of 3- (l-oxododecyl)-lH-indole-2-carboxylates as inhibitors of 
eytosolie phosphoiipase A2) 
RN 386213-02-1 HCAPLUS 

CH lH-Indole-2-carboxylic acid, 1- (2-broBoethyl)-3- (1-oxododecyl) atbyl 
ester (9CI) (CA INDEX NAME) 



L14 AtlSWER 2 or 10 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) L14 ANSWER 3 OF 10 HCAPLUS COPYRICBT 2006 ACS on STN 

ED Entered STN: 11 Aug 2000 
GI 




The title eoapds. [I; X - CH2, 502; Rl - (un) substituted aryl, tieteroaryl; 
R2 - C02B, CH, C0CH2OH, etc.; R3 - ORIS (tAierein RIS - substituted alkyl 
or cycloaDcyl, (un) substituted heteroaryl), S(0)4R1S (q - 0-2). (CH2)sC02H 
(s - 0-4), etc.; R4-R7 - H, (un) substituted hydrocarbyl, heterocyclyl, 
etc. I and their pharmaceutically acceptable salts, amides or esters, 
useful in the preparation of a modicacient for the inhibition of monocyte 
chenoattractant protein-1 and/or RANTES induced chemotaxis, were prepared 
and fomulated. Thus, hydrolysis of the corresponding ester afforded 93% 
II which showed IC50 of 6.86 mM against hHCP-1 receptor binding. 
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PATENT INFORMATION: 
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CZ, DE, 
IN, IS, 
KD, KG, 
SK, SL, 
RW: GH, GM, 
DK, ES, 
CG, CI. 
CA 235S734 
BR 200000B015 



2000:553556 BCAPLUS 
133:150463 

Preparation of 3-3Ubstitutad Indole- 
2-earboxylie acids for the 

inhibition of monocyte chenoattractant protein-1 
and/or RANTES induced chemotaxis 
Faull, Alan Wellington; Kettle. Jason 



Astrazeneca UK Limited, 
PCT Int. Appl., 72 pp. 
CODEN: PIXX02 
Patent 
English 
1 



UK 



KIND DATE 



APPLICATION NO. 



A2 20000810 WO 2000-GB284 

A3 20001130 

AM, AT, AU, A2, BA, BB, BG, BR, BY, CA, 

DK, DM, EE, ES, FI, GB, GD, GE, GH, GM, 
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fORPAT 133:150463 



OTEER SOOIWBISl : 
XT 2I1T25-35-3P 

RL: BAC (Biological activity or «f factor, except adverse); BSU (Biological 
study, unclassified).- RCT (Reactant); SPN CSynthetic preparation); TffU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(praparatien of 3-substituted ii)dole-2- 

carbexylie acids for the inhibition of aonocyte cheaoattraptant 
protein- 1 and/or RAHTBS induced cheaotaxia) 
RN 2B7725>3S-3 BCAPLUS 

CN lH-Indole-3-acetic acid, 2-carboxy-l- I (3, 4-diehloropbenyl)Bethyl]- |9CI» 
(CA INDEX NAME I 




RN 287725-56-8 BCAPLUS 

CN lH-Indole-2-carboxylic acid, l-[t3.4-dichlerophenyl)Bethyl)-3-t2-[ (2- 
hydroxyethyl)aainol-2-osoeChyl}- (9CX) (CA INDEX NAME) 



H02C-CH2 CI 



BO- CHJ- CH2- »H- C- CH2 



IT 2B7725-5S-7P 247725-54-8? 2B7725-57-9P 
2B772S-59-1P 247725-C0-4P 287725-C1-5P 
2B772S-62-6P 2B7725-43-7P 287725-44-8* 
2B7725-65-9P 287725-44-OF 2B7725-C7-1P 
287725-48-2P 2B7725-49-39 2B7725-70-6P 
2i7725-71-7P 287725-72-8P 287725-75-lP 
2i7T25-tB-4P 2B7725-92-2P 2B772S-93-3P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TBU (Tharapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of 3-substituted indole-2- 

eaxbexylle acids for the inhibition of aonocyte cheaoattractant 
protein- 1 and/ or RAHTE5 induced cheaotaxia) 
RN 287725-55-7 BCAPLUS 

CN lH-lndole-2-carboxylic acid. 1- ( (3, 4-d^chlorophenyl)aethyll-3-l2-(4- 
BOrpbolinyl) -2-oxoethyl]- {9CX) (CA INDEX NAME) 



RN 2B7725-57-9 BCAPLUS 

CN lH-Indole-2-carboxylic acid, 3- ( ( IZ) -2-carboxyethenyl) -1- ( ( 3, 4- 
dichlorophenyDaethyl]- (9CI) (CA INDEX NAME) 

Double bond geoaetry as shown. 




CI 



RN 287725-59-1 BCAPLUS 

CN lH-Indole-2-carboxylic acid, 1- t ( 3, 4-dichiorophenyl )aethyll -3- [2- t (2- 
hydroxyethyl)netbylaaino]-2-oxoethyl)- (9CI) (CA INDEX HAKE) 
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TiT 

HO- CH2- CH2— N- C— CH2 



RN 287725-60-4 HCAPLUS 

CN lH-Xndole-2-carboxylic acid, l-[ (3, 4-dichlorophenyl)nethyl}-3- [2-1 (3- 
Curanylaethyl)nathylaaino]-2-oxoethyl]- (9CI} (CA INDEX NAME) 



r 



RN 287725-61-5 BCAPLUS 

CN lH-Indole-2-carboxylic acid, 3-t2-t3- (aoinocarbonyl)-l-piperidinylJ-2- 
oxoethyl]-l-((3,4-dichlorophenyl)Bethyl]- (9CI) (CA INDEX NAME) 




RN 287725-62-6 HCAPLUS 

CN lH-Indole-2-carboxylic acid, 3- [2- [bia (2-Bethoxyathyl)aaino]-2-oxoethyl]-l- 
[(3,4-dlchlorophenyl)Bethyll- (9CI) (CA INDEX HAKE) 
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MeO~-CH2-CH2 O 
MeO— CH2-CH2-N C-CH2 



(Continued) 




RN 267725-63-7 HCAPLUS 

CN lH-Indole-2-carboxyllc acid, 1- [ (3, 4-diehlorophenyl)Bethyll -3-(2-( (2- 
Bethoxyetbyl)aBino]-2-oxoathyl]- (SCI) (CA INDEX NAME) 



- €82*" CH2— NH— C— CH2 



RN 287725-64-8 HCAPLUS 

CN lH-Indola-2-cacbOKylic acid, 1- [ (3, 4-dichlorophenyl)Bethyll -3- (2-oxo-2- 
|{(tetrahydro-2-furanyl)B*thyl]amino]ethyl]- (9CI) (CA INDEX NAME) 



r 



CH2 



RN 287725-65-9 HCAPLUS 

CN lH-Indola-2-carboxylic acid, 3-(2- (( [4- { aainoaulfonyl) phenyl Inethyllaaino] - 
2-oxoethyl]-l-((3,4-dichlorophanyl)Bathyl]- (9CI1 (CA INDEX NAME) 
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■NB2 



RN 2a7725-66>0 BCAPLVS 

CN ia-Indol«-2-carbozyIic acid, 3- (2- (3-carbesy-l-*x»tidlnyl)-2-oxo«thyl)-l- 
[0.4-dichlorophcnyl)n«thyl]- |9CI) {CA ZKOEX HAKE) 



I 




RN 267725-67-1 HCAPLUS 

CM lH-Indol«-2-c»rboxylic acid, 3- [2- { | (4-carboxycyclobexyl)B«thyl] aninol-Z- 
oxoethyll-l-f (3, 4-dichloroph«nyl)B«rhyl)- <»CI| (CA XKDEX NAME) 



CI 




RN 267725-68-2 BCAPLUS 

CN lH-Xndoia-2-earboxylie acid, 3- (2- ( [2- [4- {•minoaulfonyl)ph*nyl]achyll«aino 
]-2-oxoethyl)-l-[(3,4-diehlorophcnyl}Bethyl}- (9CZ) (CA INDEX NAME) 
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RN 287725-69-3 BCAPLUS 

CN lB-Zndol«-2-earboxylic acid. 3- (2-t (4-c•xboxy-2-oxobucyl}«mino)>2- 
osa•thyl|-l-{ (3. 4-dichloroph«nyl)Bcchyl)- (9CI} (CA IHDEX NAME) 



? it 

H02C-CH2-CH2-C-CH2-KH-C-CH2 Cl 



RN 287725-70-6 HCAPLUS 

CN lH-Indol«-2-c»rboxylic acid, 3- (2- ( [ < 3-carboxyphenyl laechyl )«mino} -2- 
oxoethyl}-l-[(3,4-dichlorophenyl)Bethyl)- (9CI) (CA INDEX NAME) 




RN 287725-71-7 HCAPLUS 

CN lH-Indol«-2-cacboxylic «eid, I- [ (3, 4-dichLorophanyl)nethyl] -3- [2- [ [2-(4- 
hydroxyphenyl)«thyl|*mino]>2'OXO*thyl1- (9CI) (CA INDEX NAME) 
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Cl 




' CH2- C-MH-CH2-CH2 



RN 287725-72-8 HCAPLUS 

CN lH-Indol«<2-eatboxylie acid, l-( (3, 4-dlehlorophenyl)nethyl]-3-[2-[ ( (5- 
B«thyl-2-furanyl)Bathyl]udRo]-2-oxoBChyl}- (9CI) (CA INDEX NAME) 



Ml 



0& 



RN 287725-75-1 HCAPLUS 

CN lR-Indol«-2-carboxylic acid, 1- ( (3, 4-dichlo^oph•nyl)Bethyll-3- 
[ ( ( (t«trahydro-2-£uranyl)B«thyl1amino)carbonyl) - (9CI) (CA INDEX NAME) 



NH 

!:=o 

RN 287725-88-6 BCAPLUS 
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CN lH-Indola-2-earboxyiie acid, 1- ( (3, 4-dichloxophcnyl)B•thyl)-3- 
[ ( (tatrahydro-1, l-dioxido-3-thienyl)aBino]carbonyl]- (9CI} (CA INDEX 
HAKE) 



287725*92-2 HCAPLUS 

lH-Indol»-2-carboxylic *cid, l-{ (3. 4-dichlorophenyl)mathyl)-3- [ ( [ (3, 5- 
diB«thyl-4-i*oxazolyl)B«thyl)*Bino)carbonyl)- (9CI) (CA INDEX NAME) 



N — O 
HB 

!:=o 



RN 287725-93-3 HCAPLUS 

CN lR-Indole-2,3-dicaxboxylic acid, 1- ( (3, 4-dichlorophenyl)n«thyl]- {9CI) 
(CA INDEX NAME) 



C02H Cl 



156362-00-49 287726-00-59 2t7726-02-7P 
2B7726-46-99 287726-47-09 2t7726-4»-29 
207726-50-59 

RL: RCT (Raactant); SPH (Synthetic praparation) : PREP (Preparation); RACT 
(Rcactant or reagent) 

(preparation of 3-aub9tituted lndel*-2- 

eexbOMylio acida for the inhibition of aonocyta cheaoattraetant 
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protein- 1 end/oz RAMTBS induced cheaotaxia) 
RH 1563fi2-0O-4l BCAPIOS 

Ca lB-lBd9le-3-«cetic scid. 2- (acclioxycaTbenyl)-, aetiiyl eater (9CZ1 (CA 
INDEX HAKSl 




CB2-C-OM* 



RN 2 81 7 2 6-00- S BCAPLU5 

CH lB*Indole-3-acetic acid, l-( t3, 4-dichlorophenyl)Bethyl]-^- 
(l^etboxyc•cbonyl)-, Mthyl eater (9CI) (CA IHOEX KAKB) 




RH 287726-02-7 HCAPLUS 

CH ia-Zndole-2,3-dicacboxylic acid, I- { (3, 4-dichlorophenyi )oethyl] 2-etliyl 
eatex (9CI} (CA XKOBX BAKE) 




RN 287726-46-9 RCAPLUS 

CN 1 H- Indole- 2 -eerboxy lie acid. 1- ( (3. 4-dichlorophenyl)BethyiJ -3- 

((|<tetrahydro-2-furanyl)BethyIlaaino|carbonylI-, ethyl eater (9CI1 (CA 
INDEX NAME I 
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,cl 



RN 287726*47-0 BCAPLUS 

CN 18-Zndole-2-earboxylic acid, l-( (3, 4-dichloxophenyl)metbyll-3- 

I ((tetrahydre-1, t-dioxido-3-thienyl)a&inoJcarbonyl|-, ethyl eater (9CI} 
(CA INDEX NAME) 




RN 287726-49-2 BCAPLU5 

CN lB-Indole-2-carboxylic acid, 1- t (3, 4-dichlo£Ophenyl)metbyll -3-{ ( ( (3, 5- 
dinethyl-4-iaoxazolyl)(Mthyl]aainolcarbonyl}-. ethyl eater (9CI) (CA 
INDEX NAME} 
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RN 287726-50-5 BCAPLU5 

CN lH-Indole-2-carboxylic acid, 3- I (IZJ -2-carboxyeth«nylJ-l- I (3, 4- 
dichlorophenyDnethyl)-, 2 -ethyl eater (9CI) (CA INDEX NAME) 

Double bond geometry aa ahowi. 




ANSWER 4 OF 10 HCAPLUS COPYRIGHT 2006 ACS on STN 
Entered STN; 26 Hay 2000 

New thezapiea can be devised based upon a demonstration of the role of 
glutamate in the pathogenesis of cancer. Inhibitors of the interaction of 
glutamate with the AHPA, kainate, or NMDA receptor complexes are likely to 
bo uaeful in treating cancer and can be formulated aa pharmaceutical 
They can be identified by appropriate aerecna. 
2000:351162 HCAPLUS 
133:790 

New use of glutamate antagoniata for the treatment of 

cancer 

Zkonomidou, Hcissanthi 
Germany 

Eur. Pat. Appl., 21 pp. 
CODEN: BPXXDW 
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NL, 
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BP 2005-12872 
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BS, FR, 


GB, 


, CR, IT, LI, LU, 


NL, 


SE, MC, PT, 




IE, 


FI, 
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US 2001-630354 




20010425 


US 
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Al 




20050310 




US 2004-912159 




20040806 


us 


2005054650 




Al 




20050310 




US 2004-912175 




200408Q6 



PRIORITY APPLN. INFO. : 



BP 1998-250380 
EP 1999-952622 
WO 1999-EP8004 

US 2001-830354 
der ivs . 



A 19981028 
A3 19991022 
W 19991022 
A3 20010425 



IT 153436-3B-S, GV150526 270902-31-3D, 
270921-51-2D, dorivs. 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
atudy, unclassified); THU (Therapeutic use); BIOL (Biological atudy); USES 
(Uses) 

(glutamate antagoniata for cancer treatment) 
RN 153436-38-5 HCAPLUS 

CH lR-Indole-2-cerboxylic acid, 4, 6-dichloro-3- ( (IE) -3-oxo-3- (phenyiamino) -1- 
propenyll-. nonoaodiun aalt (9CI) (CA INDEX NAME) 

Double iMnd geometry aa shown. 
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RN 270902-31-3 HCAPLUS 

CM lB-Zndol«-2-CArbojiylic acid, 4, 6-dichloro-3- (3-oso-^-fph«nylaaino)-l- 
prop•nyl|-, sthyl cscer (9CX) (CA XNDEX lUKBl 



H ^C-OEt 



CB=CH-C-KaPh 



RN 270921-51-2 BCAPLUS 

CN lH-Indolc-2-caxbexylic Acid, 3-{2-(«&inophanyl)-2-ea£boxy*th«nyl)- <9CZ) 
(CA INDEX NAMB) 



OX' 



RErEREHCe COUNT: 



THERB ARE B CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



5 or 10 HCAPLUS COPYRIGHT 2006 ACS on STM 
Bnc«r«d STN: 04 S«p 1993 




Macrocyclic p«ptid«s I (e.g., RZ - BOC-Ph« (BOC - Me3C02C). 
(S)-l-{ [4-(n«thQxynaChoxyJpip«cidino]c*rbonyl|-2-phenyl«thoky; w « O, NB, 
alkyliiiino; X - bond. CB20, CH2S.- Y - OCO. CB2CO. CH2CHC(OB)r Rl • alkyl, 
aryl, eyeloalkyl, batacocyclyl; R2 - HH2, OH, OP03H2, ate; R3 - H. alkyl, 
subacitutad alfcyl; R4 - alkyl, aryl, 4-iBidazoIyl. 4-thiazolyl, 
5-thiazolyl; a - 1-4, n - 0-2] w«ra praparad as ranin inhibitors and ara 
thus useful in treating, preventing, or managing renin-aasociated 
hypertension, hyperaldosterisa, conjeative heart {ailure, and glaucoaa. 
Thus, oxazolidinecarboxylic acid II was asterified with H0<CH2HC02CB2Ph 
and the ester coupled with PhCH202C-Sar-0CHe3. Th« product was 
depcotected with CF3C02H/CH2C12 and underwent maerocyclization (by 
H-nethylBorpholine, hydroxybenzotriazole, and substituted carbodiimida 
BDC) and coupling with Boc-Phe-OB to afford aacroeyele III. 
1993:496176 HCAPLUS 
119:96178 

Cyclic renin inhibitors 

Greenlee. William J.; Patchett, Arthur A.; Vabor, Ann 
S.; Tata, James R. 
Merck and Co., Inc., USA 
Eur. Pat. Appl., 123 pp. 
CODEN: EPXXDV 
Patent 
English 
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19921216 
19930911 



BP 1992-305363 



19920611 



GB, IT, 



CA 1992-2070978 
JP 1992-152067 
US 1991-714112 
CA5REACT 119:96178; MARPAT 119:96176 



19921212 
19940301 



19920610 
19920611 
19910611 



BP 51867S 
BP 519675 

R: CH, DE. 
CA 2070978 
JP 06056807 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
IT 13722f-6«-3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation, hydrogenolysis of, and cyclodehydration of) 
RN 137226-64-3 HCAPLUS 

CN lH-lndole-2-carboxylic acid, 3- [ ( (6- (cyclohexylmethyl) -7-hydroxy-lO- (4 
Dorpholinylmethyl) -4, 8, 14-trioxo-l, 9-dioxa-5-azacyclotetradec-3- 
yl]amino]mathyll-, phenylaethyl aster (9CI) (CA INDEX NAME) 




C-0-CH2-Ph 
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3-(2-Carboxyindol-3-yl)propionic acids, e.g., I (R - H, CI, F, OMe, N02, 
CF3, OPh. NH2, etc.) were prepared from (un) substituted anilines or 
naphthylaaines by Japp-Klingemann reaction and tested as antagonists for 
the stryehnina-insansitiv* glycine binding site of the NMDA receptor. 
Chlorine, and other small electron-withdrawing substituents in the 4- and 
e-positions of the indole ring, greatly enhanced binding and selectivity 
for the glycine site over the glutamate site of the MMDA receptor; one of 
the moat potent compds. is 3- (4, 6-dichloro-2-carboxyindol-3-yl)propionic 
acid (IC50 - 170 nM; >2100-fold selective for glycine). The importance of 
a heteroatOB NH and the enhancing effect of the propionic acid aide chain 
were deaonstrated and are consistent with previous results which suggest 
the presence of a pocket on the receptor which can accept an acidic side 
chain. Substitution of a sulfur at C-3 lad to the most potent eoapound, 
3-[ (carboxymethyl)thio]-2-carboxy-4,6-diehloroindole (ZC50 • 100 nM) . 



1992:255434 HCAPLUS 
116:255434 

3- (2-Carboxylndol-3-yl}propionic acid-baaed 
antagonists of the N>mA (N-methyl-D-aspartie acid) 
receptor associated glycine binding site 
Sallturo, Francesco C.; Harrison, Boyd L.; Baron, 
Bruce M.; Nyce, Philip L.; Stewart, Kenneth T.; Kehne, 
John H.; White, M. Steven; McDonald, Ian A. 
Marion Merrell Dow Res. Inst., Cincinnati, OH, 4S215, 
USA 

Journal of Medicinal Chemistry (1992), 35(10). 1791-9 
CODEN: JMCMAR; ISSN: 0022-2623 
Journal 
English 

31529-2B-9P S4904-18-6P 130799-49-lP 
130798-50-4P 130798-51-5P 130942-03-9P 
132004-30-SP 132004-32-lP 132004-33-2P 
132004-34-3P 132004-35-4P 132004-36-5P 
139896-7C-7P 139896-77-8P 139S9C-78-9P 
139e»«-7»-0P 139B»6-eO-3P I3989f-Bl-4P 
139e»<-82-5P 139896-83-6? 13989C-84-7P 
RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and NMDA receptor antagonist activity of) 
31S29-28-9 HCAPLUS 

lH-Indole-3-propanole acid, 2-carboxy- (9CZ) (CA INDEX NAMB) 



ACCESSION NUMBER 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



DOCUMENT TYPE 
LANGUAGE 



OX' 



CH2-CH2— C02H 



RN 54 904-18-6 HCAPLUS 
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CM lH>Xndolc-3-prepanoic ACid. 2>carboxy-S-chloro- |9CXI (CA XKDBX miffil 



CB2-CH2— CO2H 



RN 130T9e-49-t BCAFLU5 

CM lH-Indol«-3-p£epaooic acid, 2-carboxy-«-chlore- (9Ctl (CA INDEX HAKE) 
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CH2-CH2— C02B 




Ul 132004-30-9 BCAPLU5 

CN lB-Indol«-3-prop«aoie «eid, 2-earboxy-6-n«thosy- (9CX} (CA IKDEX KAME) 



I CB2-CB2-C02B 



RM 130790-50-4 BCAPLU5 

CM lB-Xndol«-3-prop*noic acid, 2-c«rboxy-6-chloro- (9CII (CA INDEX HAKE) 



N^C02B 



Ca2-CH2-C02B 



RH 132004-32-1 BCAPLU5 

CN lB-lDdol*-3-prep«noic acid, 2-e«rbexy-4- (trif luoroaathyl)- (9CXI |CA 
INDEX MAKE) 



Ca2-CB2-C02B 



OX'" 

I CB2-C 



RN 13079S-SI-S BCAPLUS 

CN lB-Indole-3-pxopanoic acid, 2*earlwxy-4, 6-dlehloro- |9CI) (CA INDEX NAME) 



RN 132004-33-2 BCAPLUS 

CN IB- Indole- 3-pzopaneie acid, 2-earboxy-6- (trifluoronethyl)- (9CI) (CA 
INDEX NAME) 



■1 « 



CH2-CH2-C02H 



CH2-CH2— C02B 



RN 130942-03-9 HCAPLUS 

CM lB-Xndol«-3-propanoic acid, 2-eacboxy-7-ehloto- (9CX) (CA INDEX NAME) 



RN 132004-34-3 BCAPI.U5 

CN lB-Xndol«-3-propanoic acid, 2-earboxy-4-fluozo- (9CI) (CA INDEX NAHE) 
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CH2-CH2-CO2H 



RN 132004-35-4 BCAPLUS 

CN lB-Xndol«-3-propanoic acid, 2-cazboxy-4-nitro- (9CI) (CA INDEX NAME) 



I CB2-CB2-C 



RN 132004-36-5 HCAPLUS 

CN lB-IodoIo-3-propanoie acid, 2-earboxy-6-ni£to- (9CX) (CA INDEX NAME) 
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RN 139696-76-9 BCAPLUS 

CN lB-Indola-3-pzopanoie acid, 2-caxboxy-4, 6-dif luoro- (9CI) (CA INDEX I 



I CH2-CH2-C 



RN 139896-79-0 HCAPLUS 

CN lH-Indola-3-propanoic acid, 2-carboxy-4, 6-dla«thoxy- (9CI) (CA INDEX 



N^C02H 




CH2-CH2— CO2H 



CB2-CB2-C02H 

RN 139696-76-7 HCAPLUS 

CN lB-Indol«-3-pcopanolc acid, 2>carboxy-4, 6-dlchloro-l-m«thyl- (9CI) (CA 
INDEX NAME) 



I CB2— CH2~C 



RN 139896-77-6 HCAPLUS 

CN lH-Indol«-3-ptopanoic acid, 2»carboxy-6-£luozo- (9CI) (CA INDEX 1 



CI 
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CB2-CB2-CO2B 



RN 139696*80-3 HCAPLUS 

CN lH-Indol«-3-pzopanole acid, 2-caEboxy6-ph«noxy- (9CI) (CA INDEX HAKE) 



N^^C02B 



ILJ 



CB2-CB2— CO2H 



RN 139896-81-4 BCAPLUS 

CN ia-Indole-3-propanole acid, 6-aAino-2-carboxy- (9CX) (CA INDEX NAKE) 



'XXX' 



CH2-CB2— C02H 

RN 139896-82-S HCAPLUS 

CN lH->Indol«-3-propanolc acid, 2-caEboxy-6- ( (mathylsulfonyl) amino}- (9CI) 
(CA INDEX NAME) 



10500319 
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CBa-'CH2-C02B 



RM 1 39896-83-6 BCAPLUS 

CM SB-Btnz(«lindeI«-l-prop»oic aeid, 2-carboiiy- (9CZ) (CA ZNSEX mKE) 



BO2C-CH2-CH2 .CO2B 




RH 139696-84-7 BCAPLUS 

CH lB-B«BS(9|indol«-3-propBnoic acid. 2-eaxboxy- (9CI) (CA INDEX KAKE) 




IT ia98»6-90-5» 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis and nesylation of) 
RN 139896-90-5 HCAPLUS 

CM IH- Indole- 3-propanoic acid, 2- <ethoxycarbonyl)-6- ( (B«chylsulfonyl)«Bino]-, 
ethyl ester (9CI) <CA INDEX NAK£) 



Me— 5- 

11 



CB2-CH2-C-0Bt 
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RH 139896-B8-1 HCAPLUS 

CH IB- Indole- 3-propanoie acid, 2'-(ethoxyearbeByl)-6-nitrO'-, ethyl ester (9CI) 
(CA INDEX MAKE) 



CB2— CB2-C— OEt 



IT 13079t-S7-lV 130798-S8-2P l)0a2t-27-$P 
13989C-8C>» ia98»<-tT-0P 13989f-i9-2V 

RL: RCT (Reactant) f SPH (Synthetic preparation); PREP (Preparation) I RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
RH 130798-57-1 BCAPLUS 

CH lB-Indole-3-propaneic acid, 4-chloro-2-(ethoxycarbonyl)-, ethyl ester 
(9CI) (CA INDEX NMfE) 




ITJ 



Ca2-CB2-C-0Et 



RH 13079B-S8-2 

CH IB- Indole- 3-propanoic acid, 6-chloro-2- (ethoxycarbonyl)-. ethyl ester 
(9CI) (CA INDEX HAKE) 



XxX 



CH2-CH2— C— OEt 



RW 130829-27-5 HCAPLUS 

CN lH-Indole-3-propanoic acid, 4, 6-diehloro-2- (ethoxycarbonyl ) ethyl eater 
(9CII (CA IHDBX HAHB) 



XT 13989C-88-1P 

RL: RCT (Reactant); SPH (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis and reduction of) 
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CB2-CB2-C-0Et 



RN 139696-86-9 HCAPLUS 

CH lH-Indole-3-propanoic acid, 4 , 6-dichloro-2- (ethoxycarbonyl) -1-methyl- 
ethyl ester {9CI} (CA INDEX NAME) 



Me o 

i « 



XXX 

y CB2-C 



RN 139896-87-0 BCAPLUS 

CN IB- Indole- 3-propanoie acid, 2- (ethoxycarbonyl) -4-nitro-, ethyl ester (9CI) 
(CA INDEX HAMS) 



H I 

9^, 



CH2— CB2-C— OEt 



RN 139896-89-2 BCAPLUS 

CN lB-Indole-3-propanoic acid, 6-ajaino-2- (ethoxycarbonyl)-, ethyl eater (9CZ) 
(CA ZNDEX NAME) 



^C-OBt 



CH2— CH2-C— OEt 
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EO Entered STN: 22 Apr 2001 

CI For diagram(s), sea printed CA Issue. 

AB The title compds. (I) have broad-spectrum antibacterial activities. A 
streaa of BtNH2 was introduced with nech. stirring into 98. S 9. 
HeCOCB2C02Bt for 3 hrs. at 35-40' to give 104 g. R2C(HHR1) :CHC02Bt 
(II. Rl - Bt, R2 - He) (Ila), b20 116-18*, n25D 1.4941. The 
following II were sinilarly prepared (Rl and R2 given) : Pr, Me, bl4 
119-19.5'/ iso-Pr, Me, bll 106-6.5'; Bu, He, bl4 

129. 5- 31. O'j CK2CH20H, He; and Et, Et, bl4 118-21'. A solution 

of 122 g. Ila in 60 ml. He2CO was thoroughly swept with N, treated with 
10.9 g. toluquinone, heated 2 hrs. on the steam bath, and cooled to give 
III (Rl - Et, R2 - Me, R3 - C02Bt, R4 - H, R5 - OH, R6 - Me, R7 - H) 
(Ilia), a. 196-e* (aqueous EtOH) . The following III were similarly 
prepared (R3 - C02Et, R6 > OH, R7 « H; Rl, R2, Re, and m.p. given): He, Me, 
Me, 222-5*; Pr, Me, He, 193.5-5.0'; iso-Pr, Me, Me, 
202-3*; Bu, Ha, Me, 176-7*; CH2CH20H, Me. Me, 

190.6- 7.5*; Et, Et, Me, 164-6'; Et. Me, Et, 207-8*. 

A Stirred mixture of 50 g. Ilia and 500 ml. 20% HCl was refluxad 2 hrs. and 
vrorked up in the usual manner to give III (Rl - Et, R2 - Me, R3 - B, R4 - 
H, R56 - OH, R6 - Me, R7 - H) (Illb). m. 113-17* (CH2C12-petr . 
ether b.p. 30-60*} and m. 90-2' (direct from mother liquor). 

The following IZI were similarly prepared (R3 - R4 - B, R5 - 08, and R7 - B; 

Rl, R2, R6, and n.p. given): Me, Me, He, 130-1.5'; Pr, He, He, 

125-8'; iso-Pr, Me, Me, 94-5'; Bu, Me, Mo, 73.5-5.0'; 

CH2CH20H, He, Me, 121-3'; Et, Et, Me, 88-90'; Et, Mo, Et, 

80.5-1.5*. A stirred solution of 49.1 g. Illb in 300 ral . EtOH and 600 

ml. 2N NaOH solution was treated dropwise during 1.5 hrs. at reflux under N 

with 100 g. Me2504, the mixture refluxed 1 hr. and extracted with EtOAc. and 

the 

extract wor)ced up to give III (Rl - Et, R2 - Me, R3 • H, R4 - H, R5 -MeO, R6 

- He, R7 - H) (IIIc), n. 56-7* (hexane) . The following HI were 
similarly prepared (R3 - R4 - H, R5 - MeO, R7 - H; Rl, R2, R6, phys. state, 
and m.p. given): B, Me, He, solid, 94-6*; Me. Me, Me. solid, 

75-7*; Pr, He, He, oil, — ; iso-Pr, Me, Me. oil, — ; Bu, Me, Me, 

oil. --; CH2CH20H, He, Me (Hid), solid. 78-80*; Et. Et, Me, oil, 

--; and Et, Me, Et, oil, --. An ice-chilled, stirred solution of 12.7 g. 

Hid in 100 ml. CSH5N was treated dropwise with 10 ml. MeS02Cl and kept at 

0* to S* 15 hrs. to give III (Rl - CH2CH20SO2Me, R2 - He, R3 

- H, R4 - H, RS - MeO, R6 - He, R7 - H), n. 118-20* (decomposition). A 
stirred suspension of 16.7 g. 2, 5-dimethyl-4-nitrophenol in 50 ml. H20 at 
40-5* was treated alternately and in portions with a solution of 7.0 

g. NaOH in 18 ml. H20 and 12 ml. Ke2504 and tcept 2 hrs. at room temperature to 
give 2, 5-dimethyl-4-nitroanisole (IV). m. 90-2' (aqueous MeOH) . EtOH 
(6.25 ml.) was added to a stirred slurry of 2.15 g. K in C6H6, the C6H6 
distilled, 50 ml. C6H6 added and again removed, and a slurry of the residue 
in 100 ml. Bt20 treated with 7.3 g. (C02-Et)2 and then with 9.05 g. IV in 
ISO ml. Et20 and stirred 18 hrs. at room temperature to give 6.123 g. 
5-methoxy-4-methyl-2-nitrophenyl-pyruvic acid (V), ra. 167-70*. A 
solution of 42.0 g. V in 230 ml. 17t NH40H and 115 ml. H20 was treated with a 
hot solution of FeS04.7H20 in 340 ml. H20 and the mixture stirred 1 hr. on the 
steam bath to give III (Rl - H, R2 - C02K, R3 - H, R4 - H, R5 « HeO, R6 - 
He, R7 - H)(IIIe), m. 240-2* (gas evolution) (dilute AcOK) . A solution 
of 4.0 g. Ille in 100 ml. methanolic KCl was refluxed 16 hrs. to give HI 
(Rl - H, R2 - C02Me, R3 - H, R4 - H, R5 - MeO, R6 - Me, R7 - H) (IHf), m. 
147-9* (dilute HeOH) . A stirred solution of IS. 4 g. Illf in 500 ml. 
ceB6 was treated with 3.5S g. of a 50.7% suspension of NaH in mineral oil. 
The mixture was refluxed 45 min. and then treated with 25 ml. Et2S04 during 
15 mln. and refluxed 4 hrs. to give IZI (Rl - Et, R2 - C03Et, R3 > B, R4 - 
B, RS - MeO, R6 - Me, R7-K) . (Illg), m. 101-2*. A mixture of 7.0 g. 
Illg and 2.17 g. LiAlH4 in 470 ml. Et20 was refluxed 2.5 hrs., stirred 16 
hrs. at room temperature, and wor)ced up in the usual manner to give III (Rl ■ 
Et, R2 « CH20H, R3 - H, R4 - H, RS - MeO, R6 - Me, R7 - H) (Illh), a. 
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L14 ANSWER 1 OF 10 BCAPLV5 COFTRICHT 2006 ACS oa STN (Centlnuad) 
103-6* (30*€0* p«tr. cUicr). A sola, of 5.49 g. ZlXb And 1 
Bl. Ac20 in 60 al. CSBSN %n9 ktpt 17 hrs. «t rooa tesp. to giv* XZZ (Rl - 
Ct, R2 - CH20AC. R3 - H, R4 - H. RS - MeO, R6 - Me. R7 - H), n. 
96-7*. To stirred, ice-chilled BCON}te2 (VII) (ZOO aX.) was edded 
drepwise et 0* to 5* SS g. POC13 and with • 9oln. of 66.35 
g. lllc in 150 al . VII »t 5* to give 70.59- m i^^ - Et. R2 - Me, 
R3 - CHO, R4 - B, R5 - MeO, R6 - Me, R7 - H) (llli), o. 134-6*. 
The following III were aiailarly prepd. (R3 - CHO, R4 - B, R5 - MeO. and 
R7 - B; Rl. R2, R6, and o.p. given): a. He. Me, 227-8.5*; Me, Me, 
H«. 174-e*; Pr, Me. He. 117.5-9.5*; ise-Pr. Ke, He. 
172-4*; Bu. He, Me. 96'7*; Et, Et, He. 95.5-7.0*; Et. 
Me. Et. 109-10*.- CH2CH205O2He, He, He, 187.5-9.0* 
(decoBpn.); Et, CH2QAc, Me, 122.S-3.S*,' end Et. C02Me, Me (Illn), 
178.5-60.0*. A atirred nixt. of 12.9 g. Illc, 10 g. AcOKe, end 300 
al. Ac20 was refluxed 6 hrs. to give III (Rl - Bt, R2 • Me, R3 - Ac, R4 - 
B. RS - MeO, R6 - Ma, R7 - B) (IXXj), a. 88-9*. A aixt. of 38.4 g. 
ZlXi and 46.0 g. A1C13 in 1 I. xylane was reflused S hrs. with Stirling, 
cooled, and poured onto cracked ice to give XXX (Rl - Et, R2 - Ma, R3 - 
CBO, R4 - B, R5 - OB, R6 - Me, R7 - B) , a. 256-9* (decoapn.l 
(Me2CO). Illj siailarly gave IIKRl - Et. R2 - Me, R3 - Ac, R4 - B. R5 - 
OB, R6 - HK. R7 - H), B. 2S2-5* (decoapn.) (Me2C0} . To a atirred 
aoln. of 18.0 g. K nitrodisulf onate (VIII) in 400 al . B20 and 200 al. M/6 
KB2P04 was added a soln. of 2.47 g. Ilia in 500 al. MeZCO and the aixt. 
kept 16 hra. at rooa teap. and worked up to give IX (Rl - Et, R2 - Me, R3 

- C02Et, R6 - Me, R7 - B) (IXa), o. 115-16*. The following IX were 
aiailarly prepd. froa the corresponding 5-hydroxyindole derivs. (Rl, R2, 
R3, R6. R7, and a. p. given): Et, He, CBO, He. B (XXb). 214-16* 
(Me2C0hexane) r and Et, Me. Ac, He, B, 164-6* (CB2C12-petr . ether, 

b. 30-60*). A soln. of 400 ag. IXa in 6 al. AcOB was treated with 

0.125 al. BFS-etherate and the aixt. kept 1 hr. at rooa teap and poured 

onto cracked ice to give 450 og. Ill (Rl - Ct, R2 - Me, R3 - C02Et, R4 - 

OAc, R5 - OAC, R6 - Me, R7 - OAc) (Illk), a. 157-9*. The following 

IZZ were siailarly prepd. (Rl, R2, R3, R4, RS, Re, R7, and n.p. given): 

Bt, He, CBO. OAC, OAc, Ma, OAc, 194-5*; and Et, He, Ac, OAc, OAc, 

He, OAc, --. A atirred aixt. of 2.25 g. XlZk in 100 al. 820 and 20 al. 

20% NaOB aoln. was refluxed 30 ain. under N and filtered and the filtrate 

treated with a streaa of air 30 ain., acidified with coned. BCl, and extd. 

with CH2C12 to give I(R1 - Et, R2 - Mo, R3 - C02H, R5 - OH, R6 - Me) (la), 

a. 220-3* (CH2C12-petr . ether. 30-60*). A atirred aixt. of 

681 ag. la, 5.5 g. K2C03, and 11 al . He2S04 in 250 al . MeZCO was refluxed 

45 ain. and atirred 2 hra. at rooa teap. to give I (Rl ~ Et, R2 - Me, R3 ■ 

COZMe, R5 - MeO. R6 - Me) (Ic), m. 82-3* (dil. MeZCO). A aixt. of 

1.0 g. lb (see below) in tetraethoxyae thane was refluxed 13 hra., diatd. 

to dryness, and treated with 4 al. MaOB to give I (Rl - Et, r2 - Me, R3 - 

CBO, R5 - BtO, R6 - Ha), a. 117-19*. A stirred soln. of 334 ag. Ic 

in 25 al. tetrahydrofuran was treated with 197 ag. LiAlK4 to give 1 (Rl - 

Et, R2 - Me, r3 - CH20H, R5 - MeO, R6 - Me), a. 85-7*. A stirred 

soln. of 500 ag. Id (see below) in 150 al. MeOH was swept with a straaa of 

N, heated to reflux, and treated with 500 ag. NaBH4 to give I (Rl - Et, R2 

- Me, R3 - CH20H, R5 - MeO, R6 - Me) (lo), a. 85.5-6.5* 
(CH2ClZ-petr. ether). The following Z were siailarly prepd. by the 
various procedures given above: (Rl, R2. R3, R5, R6, and a. p. given) : Et, 
Me, CHO, OH, Me (lb), 213-19*; Et, Me, Ac, OH, He, 172-5* ? 

Et, Me, CHO, MeO, Me (Id), 133-5*; Et, Me, Ac, MeO, Me, 

126-7*; Et, Me, CH20H, EtO, Me, 65-70*; and Et, Me, 

CH2CH20H, MeO, Me, --. llle (3.61 g.) was heated at 260-70* until 

the Belt becaae quiescent, was held briefly at 300*, cooled, and 

dissolved in Et20, and the soln. washed with Na2C03 soln. to give 2.12 g. 
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ZZZ IRl - R2 - R3 - R4 - H, R5 - MeO, R6 - Me. R7 - B), a. 119-20*. 
tfhich was troatad as above with POC13 to give III (Rl R2 - H, R3 • cao, 
R4 - a. R5 - MeO, R6 - Me, R7 - B) (IIIl), b. 192-S*. A aixt. of 
1.75 g. IZIl and 30 al. *0\ ROB was heated with stirring on tne steaa bath 
and treated with 10 g. Et2S04 during 1 hr. to give III (Rl - Et, R2 ■ H, 
R3 - CBO, R4 - B, RS - HeO, R6 - He. R7 - B) (ZZZa). a. 92-4*. A 
stirred soln. of 1.085 g. Zlla in 12 al. coned. B2S04 was treated dropwise 
during 30 ain. with 0.425 g. NaKOS in 7 al. coned. H2S04 and the aixt. 
stirred 45 aio. and poured onto ice-B20 to give ZII (Rl - Et. R2 - B. R3 - 
CBO. R4 • N02. RS - HeO, R6 « Me, R7 - B) (IZIw), a. 1S0>2* 
(He2CO>hexane) . Siailarly prepd. was ZII (Rl •> Et, R2 - Me, R3 • CBO, R4 

- N02, RS - HeO, R6 - Me, R7 - B) , a. 155-7*. A stirred soln. of 

10 g. Illn in 300 al. AcOH was treated dropwiae with 10 al. yellow fuaing 
BN03 and the aixt. atirred 1 hr. and treated with B20 to give III (Rl - 
Et, R2 - C02 Me, R3 - CHO, R4 - N02, RS - MoO, R6 - Me, R7 - H) (IIIo), a. 
182-4* (MeZCO- hexane), and a filtrate which yielded XX (Rl - Et, R2 

- C02Et, R3 - CBO, R6 - Me, R7 - Bi , a. 207-10* (He2CO-haxaae) . 

The following ZII were prapd. by th* procaduros given above (R3 - CBO« R4 

- H02. R6 - HeO. and R7 - H; Rl. R2, R6, and a. p. given); B, Me. Me, 
280*; Me. Me, Me (Illr), 183-7*; Pr, He, Ke, 136-8*; 

iao-Pr, Me. Me, — ; Bu, Mo, Me, 127-8*; Et, Et, Mo, 151-4*; 

Et, Me, Et, 181.0-2.5*; CB2CB20S02Me, Me, Me (IIIp), 

181.5-3.0*; and Et, CB20Ac, Me, 198-200*. A stirred aixt. 

of 6.0 g. ZZZo and 250 al. 5% NaOB soln. was refluxed, cooled, and 

acidified with coned. HCl to give ZZZ (Rl - Et, R2 * C02B, R3 - CBO, R4 - 

H02, RS - HeO. R6 - He. R7 - B) (ZZZq). a. 216-17* (Me2CO) . An 

ice-chilled atirred soln. of 2.154 g. Zllq and 1.14 al. Et3N in 60 al. VZZ 

was treated dropwise with 0.79 al. ClCOZEt at 0-5*. KH3 gaa was 

then paaaod through the aixt. for 10 ain. to give ZII (Rl - Et, R2 - 

C0NH2, R3 - CHO. R4 - NOZ. RS - MeO, R6 - Mo, R7 - H), m. 25Z-4* 

(MeZCO). A mixt. of 5.0 g. IIIp and 5.0 g. powd. KF. 2H20 in 160 al . MeOH 

was heated in a stainless steel boab at 150* IB hra. and worked up 

to give III (Rl - CB2CB2r, R2 - He. R3 - CHO, R4 - N02, RS - HeO, R6 - Me, 

R7 - B). a. 175-80* (He2C0-petr. ether, b. 60-70*). A aixt 

of 500 ag. lIZp and 1.0 g. AcONa in 25 al. VZZ was heated 15 hrs. on th« 

steaa bath, cooled, and dild. with B20 to give ZZI (Rl - CH2CH20AC, R2 - 

Me, R3 - CBO, R4 - K02, RS - MeO, R6 - Me, R7 - B). a. 17 9-80*. A 

stirred soln. of 13.15 g. ZlXr in 875 al. EtOH and 375 al . B20 was heated 

on the ateaa bath and treated with a aoln. of FeS04.7B20 in 1250 al. H20 

and the aixt. heated to boiling and at 30-60 aec. intervals treated with 

10 al. coned. NH40B until ISO al. were added to give ZZZ (Rl - R2 - Me, R3 

- CHO. R4 -HH2. R5 - MeO, R6 - He, R7 - H) (ZXIu), a. 150-4*. The 
following XZZ were aiailarly prepd. by this procedure (R3 - CHO. R4 - HH2, 
RS - MeO, R7 - B; Rl, R2, R5, and o.p. given): Et, Me, Me, 
117.5-18.5*; Et, Et, Mo, -; Pr, Me, Me, 128-9*; Bu, Me, Me, 
129.5-31.0*; Et, CH20H, Mo, 182.0-2.5*; Et, CH20AC, Me, 

136-8*; and Et, C0NB2, Me, 202>3* . A stirred soln. of 15.0 
g. IIIp in 450 al. AcOH and 45 al . H20 was heated on the ateaa bath and 
treated with 20.0 g. Fe filings during 2 hrs. to give III (Rl - 
CH2CH20S02Me, R2 - Me, R3 - CHO, R4 - NH2, RS - MeO, R6 - Me, R7 - H) 
(ZZZs), a. 133-5*. The following XXZ were siailarly prepd. by this 
procedure (R3 - CBO, R4 - NH2, RS • MeO, R7 - B; Rl, R2, R6, and a. p. 
given): B, Me, Me, --; iao-Pr, Me, He, --; Et. He, Et, 110. 5-12. S*; 
CH2CH2F, Me, Me, 139-41*; and CH2CH20Ac, Me, Me (Illt), 
178-80*. A aixt. of 300 mg . Ills and 300 mg . NaN3 in 10 ml. Vll 
was refluxed 16 hra. and poured into 150 al. H20 to give III (Rl - 
CH2CH2N3, R2 - Me, R3 - CHO, R4 - HH2, - RS - MeO, R6 - Me, R7 - H), a. 
123-4*. The following IZZ %iara siailarly prepd. by treating ZIIs 
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with the appropriate nucleophile (R2 - Mo, R3 - CHO, R4 - NH2, R5 - MeO, 
R6 - Me, R7 - H; Rl and m.p. given): CH2CH2SCN, 190-3*; CH2CH2C1, 
120-3'; and CH2CH2SMe, 128.5-30*. A soln. of 2.466 g. Hit 
in 100 al. MeOH contg. 6 ml. 10% K2C03 waa atirred 1 hr. at rooa teap. 
under N, acidified with 0.45 ml. AcOH, and worked up to give IXX (Rl - 
CH2CH20H, R2 - Me, R3 - CHO, R4 - NH2 R5 • MeO, R6 - Me, R7 - H), a. 
157-9*. A soln. of 5.38 g. IIZu in 1 1. Me20 was added to a 
stirred soln of 25 g. VIZ I and treated as deacribed above to give X (Rl - 
R2 - He, R3 - CBO, RS - MeO, R6 - He, B. 146-6*. The following Z 
were siailarly prepd. (R3 - CHO, R5 - HeO; Rl, R2. R6, and a. p. given): H, 
He, Me, 236-40*; Et, Me, Me (Ij), 125-9*; Pr, Me, Me, 
134-5*; iso-Pr, Me, Ma, 97-9*; Bu, Me, Me, 82.5-83'; 
Et, Et, Me) 76.07.5*; Et, Me, Et, 83.0-3.5*; CH2CH20S02Me, 
Me, Me, 143-4*; Et, CH20AC, Me, 142-4*; Et, CB20H, Me (le), 
126.5-30.0*; CH2CH2F. Ma, Ha, 114-17*; CH2CH2N3, Ms, He, 
SO-1*; CH2CH2SCH. Me. Ma. CH2CB2C1, He, Ha, 113.0-13.5*; 

CB2CH2SMe, Me, Me, 77-9*; CH2CH20H, H«, Me, 129-31*; and Et, 
COKH2. Me, 197-9*. A sola, of 226 ag. le, 10 ag- p-MeC6H4S03H . H20, 
and 92 mg. dihydropyran ia 30 al. C6B6 waa aitrred 3 hra. at rooa teap. to 
give I (Rl - Et, R2 - tetrahydropyranyloxymethyl, R3 - CHO, RS - MeO, R6 - 
Me) . The following I were prepd. according to the procedures given above 
(Rl, R2, R3, R5, R6, and m.p. given): tetrahydropyranyloxyethyl , Me, CHO, 
MeO, Me, — ; Et, C02H, CHO, OH, Me, 161-3*; and Et, C02Me, CHO, 
MeO, Me (If), --. The following XII was alao prepd. froa the appropriate 
coapd. with Ae20-BF3 etherate. Rl - Et, R2 - C02Me, R3 - diacetoxynethyl, 
R4 - AeO, RS - AcO, R6 - Me, R7 - AcO) , n. 139-49*. A aixt. of 532 
ag. XXXw and 105 ag. 101 Pd-C in 100 al. EtOH contg. 1 al. H20 was shaken 
under H 1.7S hrs., filtered, and added with stirring to a soln. of 5.06 g. 
VIII to give I (Rl - Bt, R2 - H, R3 - CH20H, R5 - MeO, R6 - Me), n. 
78-81* (Et20-petr. ether, b. 30-60*). The following I wore 
siailarly prepd. according to the procedures given above (R3 - CH20H, and 
R5 - HeO; Rl, R2, R6, and a. p. given): Et, Me, He, 85-7*; Et, 
C02Me, He, 80-2*; B, Ha, Ha, 233-5*; Ha, Ha, Me, — ; Pr, Ma, 
He, —; iso-Pr, He, He, 76-8*; Bu, He, Me, 68-70*; Bt, Et, 
Me, — ; Et, Me, Et, 129-9*; Et, tetrahydropyranyloxymethyl. Me, — ; 
CH2CH2F, Me, Me, 116-18*; CH2CH2N3, Me, Me,--; CHZCHZSCM, Me, Me, 
--; CH2CH2C1, Me, Me, --; CK2CH2SMa, Me, Me, --; 

tetrahydropyranyloxyethyl. Me, Me, — ; Et, C02Me, Me, 83-4*, and 

Et, C0KH2, Me, 200-2*. If and NaH ware treated as above to give I 

(Rl - Et, R2 - C02M0, R2 - CH20H, RS - MaO, R6 - Me), a. 82-4*. A 

aixt. of 33 g. 2-acetonyl- 1 , 3-cyclohexanedione, 20 g. EtNH2, and 135 nl 

HeOH was heated 12 hra. at 150* in a steel bomb to give 

l-athyl-4,5,6,7-tetrahydro-2-aethyl-4-oxoindole (X), m. 74-5* 

(eyelohcxane) . similarly, 2-acetonyl-5-raethyl-l, 3-cyclohoxanedione gave 

2,6-dimethyl-l-ethyl-4,S,6,7-tetrahydro-4-oxoindole (XI), a. 77-9*. 

A mixt. of 10.5 g. X, 2.5 g. 10% Pd-C, and 50 al. cumene waa refluxed 3 

hra. to give 1X1 (Rl - Et, R2 - Me, R3 - H, R4 - OH, R5 - R6 - R7 - H) 

(XIIx), a. 98-102*. Siailarly XX gave IXX (Rl - Et, R2 - Me, R3 - 

B, R4 - Oa, R5 - H. R6 - He, R7 - B). a. 141-3*. An ice-cooled 

suspension of 64 g. MeONa in 600 al. C6B6 was treated with 88.8 g. RC02Et 

and 65.7 g. XX in 600 al. ceH6 and the aixt. stirred overnight at rooa 

teap., cooled in an ice bath, and treated with 1200 al. 51 NaOB to give 

70.2 g. 2, 6-dimethyl-l-ethyl-S-hydroxyBethylene-4, 5, 6, 7-tetrahydro-4- 

oxoindole (XII), n. 71-4* (petr. ether). A soln. of 4-51 g. XII in 

30 al. dioxane was treated with 4.54 g. dichlorodicyanobenxoquinone in 30 

al. dioxane to give ZII (Rl • Bt, R2 - He, R3 - H, R4 - OB, RS - CHO, R6 - 

Ma, R7 - H) (IZIy), a. 129-30.5* (haxana) . A soln. of 1.09 g. ZXIy 

in EtOB was treated with 1.0 g. 101 Pd-C and shaken with R in a Parr app. 

to give IIX(R1 - Et, R2 - Me, R3 - H, R4 - OB, R5 - Me, R6 - Me, R7 * B), 

a. 98-102* (hexane). A soln. of 4.0 g. IIIx in 75 ml. H20 contg. 

1.35 g. NaOH waa treated with 3.4 g. Ac20 and 3.0 g. AcONa to give ZZZ (Rl 

- Bt, R2 - Me, R3 - H, R4 - OAc, R5 - R6 - R7 - K) (ZXI2), a. 
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71-3*. The following III were aiailarly prepd. (Rl, R2, R3, R4, 
R5, R6, R7, and m.p. given): Et, Me, H, OAc, H, Me, H, 61-3*; and 
Et, Me, H, OAc, Mo, Me, H, 113-14.5*. An ice-cooled mixt. of 2.0 
g. P0C13 and 15 al. VII was treated dropwise with 3.02 g. IXIz in IS al. 
VXX and the nixt. stirred 90 ain. and poured onto a aixt. of ice and 10% 
Na2C03 to give IZZ (Rl - Et, R2 - Ma, R3 - CHO, R4 - OAc, RS - R6 - R7 - 
H) (Xllaa), a. 165-8* (HeOH). A aixt. of 3.14 g. IZIaa, 20 al . 
HeOH, and 60 al. 5% HaOH was dild. with 200 al . MeOH and carefully 
neutralized with AcOH to give ZZZ (Rl - Et, R2 - Me, R3 - CHO, R4 - OH. R5 
- R6 - R7 - H) (Zlibb), m. 169-70* (MeOH). The following III 
derivs. were siailarly prepd. by the above procedures (Rl, R2, R3, R4, RS, 
R6, R7, and m.p. given): Et, Me, CHO, OAc, H, Me, H, 168-71*; Et. 
Me, CHO, OAc, Me, Me, H, 16S-8*; Et, He, CNO, OK, H, He, B, 
178-80*; and Et, He, CHO. OH, Me, Me, H, 162-3.5*. To a 

stirred aoln. of 1.98 g. VIII in 180 al. M/18 KH2P04 waa added a hot soln. 
of 375 ag. Ilibb in 50 al. Ma2C0 and worked up as deacribed above to give 
I (Rl - Et, R2 - He. R3 - CBO, RS - R6 - H) (Ig), m. 14B-55*. The 
following I were similarly prepd. by this procedure (Rl, R2, R3, R5, R6, 
and m.p. given): Et, Me, CHO, H, Me, 146-9'; Et, Me, CHO, Me, Me, 
122-7*; and Et, Me, H, H, H (Ih), B6-T. An ice-cooled 

aixt. of 1.13 g. Xh, 1.1 g. En dust, 10 al . Ac20. and 0.5 al. CSBSN was 
kept 30 ain. at rooa teap. to give IXZ (Rl • Et. R2 • Me, R3 - H, R4 - 
OAC, RS - R6 - H, R7 - QAc) (IZZcc) . ZIIcc was treated with P0C13 as 
above to give III (Rl - Bt, R2 - Me, R3 - CHO, R4 - OAC, R5 - R6 • H, R7 - 
OAC) (IlIdd), a. 124-6* (MaOH) . ZlIdd was treated with FeC13.6H20 
to give I (Rl - Et, R2 - Ma, R3 - CHO, R5 - R6 - H), u. 146-59*. 

COMMAND INTERRUPTED 

REENTER PILE 'HCAPLUS* 

AND TRY AGAIN, OR ENTER FOR MORE INFORMATION. 

Your coaaand did not coaplete due to a temporary aystea problea. To 
recover, reenter the file you are in now. Then, any coaaand that is 
noraally availabla to you aay be used. No cost suaaary for the 
current file will be displayed. After reentering the current file you 
aay retry your command. Also, you aay wish to SAVE your search 
query. This can be done in any file. If you cannot access your 
current file, or if your command fails a second time, notify the Kelp 
Deak. Enter "HELP STN" for information on contacting the neareat STN 
Help Desk by telephone or by using the SEND coaaand in STNMAIL file. 
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=> log y 

COST IN U.S. DOLLARS 



FULL ESTI^4ATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 
STN INTERNATIONAL LOGOFF AT 11:26:27 ON 08 JUN 2006 



SINCE FILE 
ENTRY 
30.46 



SINCE FILE 
ENTRY 
-1.50 



TOTAL 
SESSION 
541.77 

TOTAL 
SESSION 
-2.25 
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